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(54)TitIe: CARBOXYLIC ACID DERIVATIVES AND DRUGS CONTAINING THE SAME AS THE ACTIVE INGREDIENT 




(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, Jhe compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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15 c i ~4 r )v*)v-?-*&t\±, tr^r*. if;i/ft, yne^ft, r 

C 2 ~4 7;i^-U>^£te x xf^l/A yn^xuv, 7*r-l/>^i3 
20 itfift^o^&ftg-c&ao 

So 

M/NO^f-^gfcii, 3-y#^ 7-;», ^HHH^c J: 

25 HJ^O* b*v££li, 3«y^IlH\ JUtHH 1 , 7711^ iffifcJK^fc 

h ';yND^^;l/^^^i:l±, S^UMi 1 , &mm=t; 7';|g^ ffiJBflR^ 
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ifcto C3-1 5« rau E.m£mm.&£v ( %iffi£,%zmmtiTii, 

5 y^D^7'^V > -> :7 n * ? ? y^D;t>, y^Df*>, v^D^>- 

7>f7-ty, r-fe-t7f-i^>, ^7i-k>, ^HiKn^y^vy, 
4yjT> (yHKo^>r/) ^ Kn^f >r>, y'HKDt7^1/>, 

Yu-7)\,*v y, ^;ut: Kn7it>M/'f Kn7>b7-fe>, 
^HiKo7-bt7f ^;niKn7i-W> > fc:->?n^>?>, fcfv 
?u^**fy, \£i/?v^7? > ( [2. 2. 1] Ify^DA^^) > tfv 
?u*??y^ ¥i/?u;i-y^ Myfurjjy, 7 r^y * ym^fbti 
15 h 0 

20 MW^Z^tt 4 ~ 1 8^<7)m^. ZSt££fi=SI:£*tfi3il7'J LT(i % 
tfn-;K <i i ?V-/K h 'J 7V-;K r h 7V*-;K if? bf y v 

b'yv>, ev<v>> \£VrV> % 7 v7-tffc?>\ 7 7>, bf 

**^-fe*e>, ft7i^ 1-74y tf-*\£yy) , f- 

25 ^tv7y-JK t+t7vy, my7y>, **^7-t*fc?>\ **-*Ty 
TVMy^ ^7v77*-A\ *TTVy, 1-TVTyy, f - 7 7 -tf H° f-7 
v7-t*t*>> OHK 4 V>f >K-JK ^>V*7 7>, ^7^y'/7 7>, 
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yjv, 7^v^ t7fjy^ *y*-*Mj>> v>yj>, 
^vv*t^7-;K ^>Vf-7v*-;v\ ^>vM^r/-;K #;uav*-;k 

h V 7V'J >, h r h 7'/'J > , r h 9 V*V v >, yt Kn t£ 

'Jy>, ytFDli7y>> Kng'J 3 yt Knf'J/y>, 

10 >; v>, tf^7 fF7tFo ^ v>, fh7tKn fcfy ^v>, v 
tKD77>, f h7tKo77>, ykKo^^ fh7tKo^>, 
ytKnft7x> > r h7fc Kof*7x>, ytKafyO (y'kKn 
ftH'7>) , fh7liKof7>f> (r b 7 KnftH*7 >) , vk Kn 
**-*y*-;K f F7kKotW-^ ytKn-fvW/-^ rh 

15 7tKn^7tW-JK ykKDf77*-;K r b 9 t: Knf7 

ytKn^yf 7y*-;K f l>7t Ko^yf 7V'-;K ^E;u*U>, f-*^ 
;i/*'J>^ -OK'J^ 'fV'f >KV>, yliKD^ , y777>, A-k Kn 
^>/7 7>, ykKD'f7^>7'77>, A-fc Kn^f y^yv*7 7>, v 
tKn^yy*ft7xV, A-tFo^v/f t7x>, Kn'fy^W 

20 ft7xV, ;<-tKn^V^V/f*7x>, yHKn^T/-^ /<- 
tKo>f>r/-^ vfcKn*yv>, fh7kKo^;rA /<-fcb*n 
*y V y, yd Kn-f 'J fh7k Kn^fy^y 'J x-fc Kn^f 
7 + ;'J*A y'HFD7^7^>, r F7b Kn7^7y>, ^-EKD7^ 
yi;Fnt7f'Jyy, f^7tKDt7f 'Jy>, ^-tKDt7 

25 f;y>, yt Kn^y+t'Jy, fF7tFn^;^rt'j>, x-tKo* 
y*~+M;>, ykKD+tyrA fl>7kFDWV>, /<-k Kn^t 
V*U yt Koyyyjy, r b 7 Kn y > y V fc Kn v > y 'J 
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^ > v'f - 7 V- ;K ;<-tKn^> Vf - 7 v*- ;K yt Ko-^ y yM = ^ y- 

-tft:^ ^>v*f-77-tftf>, s*yVT7V7*f. \£y, s<yVTM\£y, ^y 
5 VvT-tf^>, > Kut^yr^fH'y, Kof F7t Knt Wf>, 
ryKnt^ty'7-t't'>, OKDff7t KntHyT^'ti*^ <Y > K 
nf77-b*fy, > Knf h 7H Knf77-b*fc'>, ^ > Knf-7 v7-trt? 

^yKnf f7HKof7y7^^>, ^ > Ko r-trH* > , ^>Kn-f h 
7t KOT4flf >> 4 y Kn yT^ft*^ > Kof h 7^ Kn v7-tf tf>, 
10 ^>V7?f>, ^vyfTy'ry-;!', ^yyMJ7V-;K ijyyr~ y 
<< ^ ^yf-Ty-^, yt Kn tj;w*v*-;k f h7tKn* ;w-«y*-;i/, 
-li Kn7j;w*V-;K ykKn7^'Jy7, rh7kKn7^'Jyy, v<- 

tKD77'Jyy, i, 3-v**HM>r>, i, 4 -vt^-i yyyw 

15 (I) <K R2tLTJi, L<liC 1 ~ 4 T^^^-C* <9 , #K 

( I ) CycU LT(±, 0$ L < it 



(I) «K L"CJ±> fti L< liC l-4 7;^l/ylt^i), # 
K#$L<{*C l~27;^l/yi (-CH 2 -i, - (CH 2 ) 2-*) 
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Htt* (I) A 3 i: Lfi± % !fJL<IJCHl^-5 0 
(1)4". R 4 <7>#* Lv^ffigl±3fi-e*^ 0 

R 8 R 9 

* W 7 

HteS: (I) R 4 i LTtiu #f £ L < (i A 4- C COOR S"C**o 
-ttS (I) 4\ A 4 t LTIi, $8FiL<ttJMfrk*fc»*-C 1~47;^1/ 

5 v-o-l^tii-ci~47Mi/v-s-l-e*^ mizftt i < 

£\ 4&li-CH 2 -S-*T**o 

Httift ( I ) 4>> R 1 1 LTl±, Sf* L < liTk&E^ C 1 - 8 7;u*;u£, 

(I) 4". Cyc 2-C£*>3*i*&*gjtiLT«\ §f^L<{iC3~ 

n7?>, i/jrvofy^ v^n/v^-y-^, z/^a^-f^y^ 9 s?uir9 9 
15 y?n;t>, nf* >i £{i^>-fe*vc* *) , ££>K0iL<liv 

(I) Cyc2t^?^AfnltLTIi, &JL<lil- 
2 flOflJMl*, 1 ~ 2 flOttXjR?& «t Xf/ 1 fcli 1 **tr 5 

20 Lfcto-c*»), <t l< ii77>, ft7x>, evv>> 

TTVTV-fr (1, 2, 3-f7v77-;V) , v > £ fcli-?*** 

>f>^> (1, 3— ?**MM TfciK $f>K$f£ L < livtn'f 

(i, z-v***M>yy) ~?$>h 0 

25 m^*^{i~ai^3l5R-C*0, iD»a<tty?n^D;o, y^7? 
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HRS (I) «f, R i-eifcH^^fDii LTtt, !(fiL<lil~2i^ 
5 1 - 2m<oWmW.l-mxf/ttz\i l1@<^fy^£#tf 5~ 1 0 

M. (OMM * tz ii ZM^MMWr V - ;u i tz \t Z co-U Z tz \±&Utf$m L £ *> 

0- c&0> x »)^L<ii77^ ft7x>, fTvry-^ (i, 

2, 3 -f-TvTV*-;U) , e^9^>Sfctt^**W (1, 3-v 

L< 14^7^7'/-^ (1, 2, 3-^ 

10 TVTV-)V) 

1- ^x5:^1-^0 mmm^t lti±, l< i*ppAR£#*aswwai> 

PPARSSfr^SllWW^ PPARS§#«S+raiW»*K ifcliPPA 
15 R££ft aWIPM-C* 0 > * L < (± P P A R£W# ai+7l 

tWfflWk $ tz \t P P A R 5 SIW«I*J-C* * o 
Ztz. PPARmWit:!:, PPARf§#7^-7 hfcitfPP A 

J:f)ftiL<liPPAR$$flc<ra7^h, PPAR§f#:5I 
20 7^F, PPAR^«S+7l7^xh, J/;l±PPAR^ a 
i+^^^f^t), S L < ii P P AR$$# aM+yWT =r- 

*K $7tJiPPAR Ji7^ hTNfe£o 

-&5t (I-a) 
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5 -JKS; ( I - b ) 




10 -jRS ( I - c ) 




15 (I-d) 
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-«S (I - g) 
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HRS* (I - k) 
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* a f> <t * a h <on&mimw buz,, 

J^T^It, Meli^f^SbU E t liJ^;i/g£ ^fr U t-B 
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(i) -asss (i) -z7fi%tiz>*%mt&®<o > )io, 

R 8 R 9 

r 4 # — a 4 -c— coor 7 *-c**fb*«, t*fc"&-«a ( I - 1 ) 



5 




Rl~ 1 i5J:y f COOR7-i [i**l-?;ftR l i3 «t C^C 0 0 R 7 t |WJ Cit 
icttfi^rt-T^&fcofc U C00R7-Mc«toT^t)?tL-&C00H^{i 

D^^^t)-to ) (n) 

15 

(Cyc2Wcycl\— a 1 — OH ^ 

(s^k t-<x(ou^mutmtMmi^t>to ) ?m$n otitis - 

ttA (m) 

20 
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5 HRA (iv) 




»11 




R 8 R s 
A 4 — C — COOR 



1 -3 



HKsS (n) ^Siisft^fcfcHtoS (m) ?*$ft&ft^<&Sfott&*n 
Witf, -ttsS: (n) t/TJiiiMfiiMS; (m) x-yjiZtiZ 
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^>*>, h)vx.>m 4", TVtt&® {TV*?iJfr#>WL*j3-* 
>K 7 */*J Hi yyoif;K 1,1'- (7/7*)^*-^) vtf 

i, r -rvtrx (n, N-^fWAT$Kf) isjir* 

5 A/**?* >SO £4T\ 0t:~60t:T% 3 -2 OI$lia&J£$-£S£ fcfclJ: 

«m£-7 i^^-c^^o 

-«5S (iv) •c*$ii4'fk^«fiJ:a r -ttS: (v)^3*t**fc£»<&S6 

(i&ftrCfcl), 09x.tf, HRS (IV) -C;jt**i*ft^£J:tf-*!& (V) ? 
*S*i*ft^**flHSi£*** (ffni£KD77> (THF) > v'xf^ 
10 i-r;K jgittrisy, ^no^A, MlfcRIt, ^*-9-> % 
^^-t£> % y^fHWTU' (DMF) , *J * f-)V7,)V** v 

K (DMSO) , A^^fm777^ K (HMP A) 30 i&g (* 
JWfc^hV^A, ^Stf/'J^A, h'JiWrA tf'Jy>, ^iJ-bv^A 

30 ?)f4T, ^taotwsj (a*fltf-hV*A, 3*ft*ytf.M|s) 

15 ^iPx.T, 0-8 QWEJ&Z-thZ-tKl Off* 3 Zttf-C&Zo 

(2) Hfe* (I) -C^fi-Mb**©"*^ R4**2, 4-f7V*'Jy>y 

^r>-5--( )^^mt>-rit^s (1-2) 




JR* (VI) 
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it«ia«-c3-2o»wRiSs*fcft, » (fttttt*) *fin*.T, otc~me 

^fa^-C 3-20 HIHI £ t £ «t »5 4t * 9 i t I *. 

(3) -jR* (I) $ ft* -9 *>, RliltlfCOOR^CH© 

( I - 3 ) 




15 (5£<tu R i-2i5j:^COOR 7 - 2 (i^tvWRii5«tU f COOR 7 i:I^D^ 
Gfcfc^fc-To fc/iU Ri~2iJJ:trcOOR7-2o-5* > ©^3fl:< tfe ioo 

fcto ) ■Cjj*3S*t*fc^ttllMB-*&S (1-1) ■CS*3*i*fl:*»*7>u 
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oim\m h;* a, ^m^v?^ *8ft'jf7Af) % 7* 

h^^tn^K, ;**>*;u*>'$ % 3-7<bh 'J^WJ^f) , tfcii 
10 «?3F) fcL<tt£*Hb0S£» «K 0- 

1 0 OTCOiaRTff^fcHSo 

15 ^ («x.tf, ^>-tf>, h;ux>gs) % 7"h>m (Mx.f2\ 7-feh>\ 

25 (4) -JftS (I) "C^Sil-Mfc**©^ R 4 rt*2, 4-f-7VUv>v 
-ftt^l&K "tftfc^HRA (1-4) 
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"?7F2ti&4t&toi±, mu-foft d-2) -c^ £ ft * v&m * m&$kff-T \z 

io raflto#ftTfrfc3 cifc^iio 

W. Greene, Protective Groups in Organic Synthesis, Wiley, New York, 1991 $ 
tltzliOtfm^btlZo 

S^W Clift § * ft li#fc ffifc $ ft & v> 0 flj x. lit. W. Greene, 
Protective Groups in Organic Synthesis, Wiley, New York, 1991 {Cf2i5i£ tlti & <Djj* 
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HR* (n) , (m) , (iv) , (v) axv (vi) -cmztizit&bii. * 
Hte* (n) t^J^^ion, 2- (5-^^-2-7x 

-^t^rty-Jl'-4-^l/) x ? y - ;i/ {ij. Med. Chem., 41, 5037-5054 (1998) 

(iv) , (v) fcjtf (vi) ^2tiz>vc&m\±v\-r<DmB 

10 RH-i :«K3ftfc*»**fctt*A'*7 , h*; 
A4-i : ljMt<£S£{iC i~47Mi/>$; 

A 4 -2 ; -c l-47^P>-0-Sifcli-C 1 - 4 7;U* U>- S - 

&; 

TMSCN: h'^ffl/v'j^yT-K; 

15 Ph 3 P : h'j7xim70; 
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TS/; liif&ET Ki5 it * v 'J * y/u* rt: 4 jftv $/ »> A jfl v» 

7^>, ^>y>7?>, 7x^f^7 5>, *?V > ?M?;-^7 

-*5S (i) ^3*i**»wb**«u ^fti^tt-cffistiaMtuBftic 

7v^i, -7H«, ^i>K£, **y*fr*ymL. 

P P A R a 7=f-^ PPAR7 7=*x;* h ?§tti3 i tfP PAR 5 7=T 
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f5i?>*t- fe* (TK) T'a ; E-^-JEWv7x7- VftittftR 
*99-l LX S PicaGene Basic Vector 2 (& D D q£, j|C8M >*tt, * 9 u 9 No. 
309-04821) j»^->7i?- ^ititfe^t^ »? fU TKyn^-^-^t 
o p TKy9 (^o>f ; ^li, #*n^No. 6179-1) ^f>'Mf 4^7*0^- 
10 ^-fSl^i: LTTK7*d^-^- (-105/+51) JETO;Vv7x9- Ifitfe 
fH5^^-pTK-Luc. fcffcftLfco TKyn^-^-±Sit»c»«o 
S^?SK**^Ga 1 4Se©iS#E9y, U A S £ 4 0*Lfei>^ 

y^-mmt^xL, 4 xuas-tk-lu c. *mmt. u#-9-&m 
15 imi : g a 1 4%&fc®mmzm&Ltz2->^>v--mi\ 

5'-T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 
^SGal 4 m&<DDKAfttt1&<0* h P 
PAR a, 7 ttz\±8%®W)ny Ktt^tt*M*3*fc**?5a&fl« 
&Z%&i-2>'<9 9-*\&T<Ol 7 KffofcLfc. + 4 PicaGene Basic Vector 
20 2 (i£n D q£, Jm4 >*t±, iJ ? n 9 No. 309-04821) ^ - fc L 

Ga 1 4g£<7)DNA*S£ig^ 1 4 7#i £ "CWT 5 / &E?iJ 

£3- K1-*DNAT»Kfc hPPAR a, 7 * £ti£##0 'J K*S*£ 
25 3 - D N Ari ? 7 U - «fc 9 LT\ PicaGene Basic Vector 2 
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K»^*07 S yjMBfcliS V - 4 0 T-anDgen&^O^frv^^K 
Al aProLysLysLysArgLysVa lGly (E7MH" 2 ) * 

EL. *^#**>5fe«Ktt»aafiftO«tBffl«^h-^^>-^ 
5 iV^ilt, -f>7;i/i>f^)A7^jl/f z^xf h--/, TyrPro 
TyrAspVa IProAspTyrAl a (E?!l#-t3 ) tiHIR^jhn K 

fS^F-flfU59-*±, R. Mukherjee<b (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#BB) , 
10 M. E. Green h (Gene Expression., 4, 281 (1995)#B3) N A. Elbrecht<b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M t tz l± A. Schmidt h ( Mol. 
Endocrinology., £, 1634 (1992)#JE) KfSftSftfcfc h P P A R%®fc<DM&ik$l 

tfPPAR ot'J if> m&fttil : S e r W*-T y r 468 
15 t hPPARy V ify Y1fc&m. ! S e r ™-T y r 478 
h P PAR 8 Vify K*S£$*: S e ri39-Ty r*» 

(11 h PPAR7 1$§ft, t h PPAR7 2^WliS e r 204-T y r 506 
C»SU £<|BH:££E?yc**o ) *a-K1-*DNA*flyiILfc, Sfc, 
^*iK^tC^t*^#Sr ; t-^-1-^<, PPAR'jr/ Kig^ttfcftSfcL 
20 f:Ga UgfiODNA^m 1 #§ri*<b 1 4 7#g J "COT 5 J $E?'J 
0*Srn - K"tSDNA*Wt*l&^^^-t#*-CW»L^o 
2) thPPARa, 7 Ztz&d^faZm^ tzfr's 7*7 -J£Ty-t 4 

j^7 3^^-^i (DMEM) l^l&ilti (GIBCOBRLtt, 
25 ^ No. 26140-061) 1 0 * X n iZ^tU U §^*C»i|ft5 0 U/ 
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m 1 O^-^'j >Gt 5 0 ft g/m 1 <Dffi&* h Vf V^fciJD&fci&ttl 

-itft^ Ga 1 4-PPAR$&&^**-<0fflDNA£*i±*ll)l& 
rt^A-ti h7>*7x*va >KE£U ^BS^^-^l Ocm dishK2 X 
5 1 06cellstf&aLT££, llilTf£-££ 4v^*-C-@i5feiiM»ff*ttLfclfe, W 
AklOml *Un*.fc, Hi*- * -itfSi 1 1 0^ g, G a 1 4 - P P AR^i^ 
7 * -0.5// g ^LipofectAMINE (f§n a q £, GIBCOBRLft, iJ * n 7* No. 18324- 
012) 5 0^ 1 * X < *frfll U ±IBJ&*dishtcaiJjn Lfc. 3 7 t^f?: 5-6 
B#HHfc»t, 10ml <T)mffi$rfe [ }&fo.m (GIBCO BRLli, iJ ? 07* No. 26300-061) 

io 2 o%fc"£tr£«s*:&n*.fc. 3 7t;-c-^i l tz^ mm* h »; yv^&g 

KioT frffc£-£, 8000cells/l 00ml DMEM— 1 0 %ii#flfil?jf/well?>#ffl 

fta^2te»j8^^tr*3SE*fc£8f©DMEM- 1 0%S*fJflL»»ffil 0 0 
ft limmitzo 3 7X31*4 2B#TO#U fc&KftoT* 
15 >>7x7— e»ttS:aj5£L7to 

P PAR a 7=f-* hfiHtKRILTIi, PPAR a iZM LX^iZ)V i/7 x 
7 — tffifz;^ 1 O^SrflHt^fc-C § * BttWjH^-S** 7 V > (Eur. J. 

Biochem., 222, 242 (1996) ; Genes & Development., Ifl, 974 (1996)#JB) l 0 ft 

»©;i/v7x7-b*ffift?:i.ot L^t %<D*%wfo&m.3 M Mmmm<om 

20 »JI2 1C/TL/:, 

PPAR77^-7 hfl&tttcHL-CJi, PPAR/ fctt L T*T* 7 x 

HHtitflRft** h D 7~ 'J 7 V> (Cell, S2, 863 (1995), Endocrinology., 122, 4189 
(1996)^3 i tfJ. Med. Chem., 22, 665 (1996)$ffl) 1 0 fi MffimftOfr v 7x7- 
25 -tfffi&£ l.Ofc L/w t M«B#Offi*frSt$£^ 2 2 K,t 
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^2 1 







IPJ2 (5) 
IPJ2 (11) 
IIIJ2 (1 2) 


2. 1 

0. 8 

3. 2 

1. 7 


^2 2 

PPARy 71-7. h^te 


ft**** 




HJfe^lJ 2(12) 


1. 4 
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M2 3 





mm (hm) 

0 1.0 10.0 


^Jfe^fl 2 ( 2 2) 
H»J2 (9 3) 
H»J6 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 61.6 



itttKKAy/Ta^* (1S7E) (M3 5~4 0g) ^XWik, #J 

H^TO^B (OB) , #E> JfilM£J:tf]fiL*J)i® (HJ^V-t'J K (TG) 
m Kgo*< g^t**rfcv\ SB «fc 2 BP«3> *H^^%^r0.03% (w/w) 
-£trgP4s & L < »*g?£RO WffiK L £ 0 SOW 3 B i <013 : OOfrC^jfn.?: 

10 nn -;H£ (#*liltt<3A) % *&9Hb&tt& (0.03%<;fc^**tr#*iM« 







2 4 






m 


fH (mg/dl) 
3B 


TGil (mg/dl) 
3B 


zj > h n — ;i/ 




495 ±35 


558+107 


H»J2 (1 2) 
M38.9mg/kg/day (ftgtt) 




214±19* 


221 ±66* 



* : p<0.01 vs n > h u -;v (1|?7E) 



63 



WO 99/46232 



PCT/JP99/01134 



it14SD?yh (1*7E) * 6 *yy 7)\s>r-V\ZX, IM 

ftttlH^B (OB) 9:WC«M**ftlllLU JfilfliS (h'^V 

5 -tV K (TG) H) , &mm& (NEFA) , In^rD-^ (TC) fit 
JCJ:4»^»ttff4iV», #^7>-^-0»BII|tft/MKt:Lfeo iB, 17:00 
JC*H^k-g-J»S:0.5%*;w»K+y>^/Hr;Pn-^ (CMC) Tfogf&tCT^ 
&P£#U iH^aUXfn-H (ft-^X'j/Hi, CRF-l&3fc 

10 fcttLfco 

i Bi9: ooi<zmmiymifiLZft%\<\ *$kwtt&®%L$ifc<om.*m'% 

(TG, NEFA, TCI) £$J£L£ 0 «**^2 5C/Tto *HW 
ft^fcttl 0mgX3/kg/dayeM4mo^ Slflli3> 

15 v^iE^^tL^^o/co 



Ic2 5 





TCfit TGfil NEFAfit 
(mg/dl) (mg/dl) (nEq/l) 


mmm2 (12) 


188±5 147±9 489±66 
70 ±5** 100±14* 178±14" 



* : p<0.05 vs3>bn-;l/ (1^7E) 
** : p<0.01 vs n V h n (1»7E) 
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5 m%] 

tm. mm.m, mm, -»kd-ax, *ai/^r n-^jtsgi, xv#£djm 

L D L 3 1/ X f d - J: tf / J f; li V L D L 3 1/ 7 f n - JKOl/>|j , jf£ 

Sfc* hrs (i) T^«*i**i&^k^», **LS>©*#teHL 

ft h <Oimm »i# K P P A R a 7 a*- * h ftffl £ J: XT/ 1 fz fi P P A R 7 T =f 

15 -7. mi^^l-cv^^ mmwrm, mn&Tm, mam* mm. v> 

HDL3l/Xfo-)HM, LDL 3 l^rn-;l/£«t£f/2£li 
-«£ (I) ?*$*i*#5&Eft#l&, **tfe©»tt«, is XV* 
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mm 

10 £ {±*fep 3 ft* • 

&#*»±, ^SS, feattNWCJ: 

j£A— A*fc»K 1 mg^P? 1000m g^ffia-C, 

10 1@*fcMI«Pa:53*i*a\ *fctt*A-A*fc<K lPKo^o.l 
mgHlOOmgOUlt 1 B 1 H*fcftl5l$ftP&5 WiKli, » 

So 
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^^Sj^i 7*/<7*V8£30 SffitC^oT 

mm, mmim, %im, mmtL m-n, mmxmz&G 
tit, m^mmmm^A. ±s^tK, yoep^-jn-*, 

jKyxf- x* J-fr<OZ n-bTfr^-frmS&ZXHrixbO 

25 ^jgPK40/w*0-?-0flb0S^Ji: LTtt, V>t-2ttz\t%tlVk±<DWi&y!) 

*8fcJ:0fc#3*i*Wfl*aU &#ak iRA^U xyi/ 
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HOfiifc&ftfcLflxtffcPBttll* 2,868,691 f-SJ: tf|§ISg3,095,355 f-fcf*L 
5 <fE$fc£ftTv>£ 0 



15 #^flfll 

3 h^y^ h*'>"?>X7*fli K 



20 3 -fc Kn*->^>XT/l'f* li K (2 0g) , ^no^f JMf^x-f ;u 
(25ml) i3 J: Tf*J4 V7n f;i/xf;V7 5 > (1 14 ml) (Ot K 
n77> (300ml) M^Ii&CTlTOLf:, RSfl^MK*** 

25 a«jt->';*y^*9A^n-rh^7 7-f- (a^> :^if^=2 5 : 
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i) TMt«u Tmn&mtrtzmait&b (2 3g) 

TLC : Rf 0.65(^^-9"^ : St 3 : l); 

NMR (CDCI3) : S 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H) 0 

jMHfl 2 

3-^ Y^-is* h^v^>v;i/7;wn-;u 




10 

**fl:T^5-^A Vf"f A (690mg) Of h?tKn7?V (60 
ml) M&K##ffl 1 ■CMLfcfc'fr* (3.0g) <3f h5tKD77> 
(4 0ml) ^f££tJDx., MS-C3 O^filtS^L/we ££ft*ftftCfl!ftttfll 

xf^=3 : 1) tnn, ti e^ttii *%tz> ^mt^m (2.5 g) 

TLC : Rf 0.39 : *»Xf-/U=3 I 1); 

NMR (CDCI3) : S 7.25 (t, J = 7.5 Ha 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J = 6 Hz, lH) e 

20 

3-p< h*v> ^v^>y>7D5 K 
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2 t fc-ffc<&» (2.48 g) &£tfh } ) 7i-W^7'f V (4.64 g ) 

vmt^f-vy (150ml) mmzm^kitsm (7.34 g) fcanx., ma-? 3 0 

ftKif^=5 : 1) TtfMfiU TE«tett*#**fl»&&« (4.4ig) in 

TLC : Rf 0.71 (^^-9"> I ft|gxf-^= 2 : 1) ; 
10 NMR (CDC1 3 ) : S 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 
(s, 2H), 3.50 (s, 3H) 0 



15 



##«!3-C«itL^t^ (4.41 g) , ft^'Jn-;^f;i, (l.5m 1 ) > 
Ki*'J7A (2.45 g) fcitfa-Mfc* V -7 A (2 5 Omg) OT-fch-h'J^ 
20 ( 5 0ml) S&ft*3ttm»%L£. SEilMI^IL, MSriiSSL 
fc. »^y'J*^*7A^ovb^77'f- (^^r-9-> : ^if-;i/ = 
5:1) -CfMBU TE»tttt*#+*tMMfc£* (2.81 g) 
TLC : Rf 0.57(^4r"^> : ftKxf-^=2 : 1); 

NMR (CDCI3) : <5 7.25 (U J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s. 2H), 3.75 (s. 3H), 3.50 (s, 3H), 3.10 (s, 2H) e 



# #ffi )4 
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5 




###J 4 f^itL/cfk^ (2.81 g) O^^;-;M20ml) -MIC 4 N- 
»yt^rt>M (11ml) fcflnx., ££-C3 0#ISI«#Lfc„ StSfi 

10 ft«if^=5 : 1) -CHURL, TlB»ttfl[*^rl-*fl«ft^* (2.16g) fcft 

TLC:Rf 0.45 : ftifcx?-/l/= 2 : 1); 

NMR (CDC1 3 ) : 5 7.20 (t, J = 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
15 (s, 2H) 0 

2- (3- (4- (4-^f^7x^;V) f7V-Jl'-2-'fJM 7 
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##tt5-CK£Lfcfl:#» (0.30 g) Z tg.it (1 0ml) fc»J*U 
2 -fc Kndrv^f-;U-4 - (4 f^7x^Jl/) ^77-^ (0.34g) j3i 
(ff'j7x-WX7^ (0.44 g) *J0*."C\ Sjat?5^Wa^L^c SiSS 
5 ^Wl, 1' -77y*;V^^y^'JyV (0.56 g) *iJD*.T, Mat* 
10Mi#Lfco Rl&iR^ttKyxf-A/x-f >u*JiOx., 

- (^*^> : ft»if-A/=i o : l) «U TE%14fS*#?-S*S&i8 
10 <fc^!» (0.51 g) fcfcfco 

TLC : Rf 0.56 * ^> : S|xf^= 3 I 1); 

NMR (CDC1 3 ) : d 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H) G 

15 mm (1) ~*mmi (13 7) 

20 m m (1) 

6- (3- (4- (4-*f-*7x^/i0 f7v*-;v-2-'f;p^ 7 
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CH 3 



TLC : Rf 0.75 : g^S?i^^= 2 I 1); 

NMR (CDCI3) : S 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m) 0 

mm (2) 

5 - (3 - (If 7x-/U-4 -4 h*v) 7x^)1/) >K • 

10 x;^^ 



TLC : Rf 0.57 (^^^ > '. »f^= 4:1); 
15 NMR (CDQ 3 ) : 8 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 

2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

m m I (3) 
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4- (3- (Vf7i-;i/-4-^ JW* 7i-il/) 7*>&-;<^;UJr. 




TLC : Rf 0.65 (^^^> : ftKxf-^=3 : 1)1 

NMR (CDC1 3 ) : (J 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J =7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5 Hz, 2H) 0 

4- (3- (4- (4->f;P7i-Jl/) ^77-^-2-^;^ h^y) y 




TLC:Rf 0.59(^^-9-^ : SIKx.f-;p= 3 : l); 

NMR (CDC1 3 ) : <J 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H)o 

liii (5) 

4- (3- (2- (5-^f^-2-7x-;^^f/-;v-4-^Ji/) ^ h 




TLC : Rf 0.39 I »K^f"^=3 I Di 

10 NMR (CDCl 3 ) : 5 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7. 17 (m, 1H), 6.72-6.77 (m, 

3H), 4.23 (t, J = 7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) C 

mm (&) 

15 6- (3- (2- (5-^^;u-2-7ji-;i/^^"9-v-;i/-4-^;w) Y 




20 TLC : Rf 0.51 > I ffeg|x?-;i,= 3 : 1 ) ; 

NMR (CDCI3) : 5 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 

6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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mm (7) 

5- (3- (2- (5->f*-2-7ii/l'*W-*-4-'f fl>) ^ h 

5 

0 




TLC : Rf Q2%(^^y I gfc&x^;U=5 : i); 

NMR (CDC1 3 ) : $ 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m) 0 

2- (3- (3- (e7i-;V-4-'f;Mh^v) 7x-il/) ^nif^ft) 

15 gfc$? • ^f^x^f * 




TLC : Rf 0.73(^^r"9"> : g^^xf-;u=2 : 1); 
20 NMR(CDa 3 ): <5 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 
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2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) 0 

2- (3- (3- (4- (4-^f^7x-^) f?y-;l/-2-^M h * 




TLC : Rf 0.68(^^> :ftK^^^=2 ! 1); 
10 NMR (CDC1 3 ) : 5 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 

6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H) Q 

mm a 0) 

15 6- (2- (2- (5-^f-^-2 -7x-H*t , /-;l'-4 ->f )V) x h 



o 
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TLC : Rf 0.51 (^^y l ^xf;i/=5 ; l); 

NMR (CDCI3) : d 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7.17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 



m n 1(H) 

2- (3- (lf7x-;U-4-'f;M 7x^^f;l/ft) 



TLC : Rf 0.56 (^^y : &&3-?-)\,= 3 I 1)1 

NMR (CDCI3) : <5 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
15 1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) C 

% mi (12) 

2- (3- (2- (5-^f-;W-2 - 7xiWt7-*-4-^*) x b 



5 (m, 2H) 0 
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TLC : Rf 0.36(^^-t> I ^-x^^=3 11)', 

NMR (CDCI3) : d 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) 0 

mm (13) 

5- (2- (2- (5->f-^-2 - 7x-;ut^ , /-;i'-4 



TLC : Rf 0.59 : ft^f^= 2 I 1); 

NMR (CDC1 3 ) : S 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H)» 

mm n 4) 

6- (2- (4- (4->f;i/7x^) f-TV-;i/-2-^;i/> b^rv) 7 
20 x-;p) AHvK^f^f;!' 



10 
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TLC : Rf 0.55 I gfc$xf-;U=5 : 1); 

NMR (CDCI3) : S 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H)» 

iiU (1 5) 

2- (3- (3- (2- (5->fA'-2-7x-^W-Jl/-4-'f;i/) 
10 xf^fy) yjL-)V) 7 , Dt , ;Pft) ftR-^f^f* 




TLC : Rf 0.29 (^+-9- > I f=gx7-;i/=4 : 1); 
15 NMR (CDCI3) : 5 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J - 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 lili (1 6) 

2- (3- (2- (H'7xx;i/-4-^jl/) x^v) 7x-;Mf^ft) 

80 



WO 99/46232 



PCT/JP99/01134 



5 TLC : Rf 0.48 (^Ws Bfc$x?-;l/ = 3 '. l)\ 

NMR (CDQ 3 ) : S 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3.14 (t, J 
= 7.0 Hz, 2H), 3.09 (s, 2H) C 

io mmi ii 7) 

2- (4-^nn-3- (2- (5-^;v-2-7x^;^^V-;v-4 

CK 

15 

TLC:Rf 0.41 (^^r-9-> : ffc$xf-;l/= 2 : 1) ; 

NMR (CDC1 3 ) : S 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 
(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) Q 

20 

mm (1 8) 

2- (4-^00-3 - (4- (4-^fA/7x-A/) f-7V-;U-2 

81 
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TLC : Rf 0.61 : S^S?xf-;i/=2 : 1); 

5 NMR (CDC1 3 ) : d 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H)o 

10 2- (3- (tf7i-;W-4 h*->) -4-^nn7x-;MW 




15 TLC : Rf 0.62 (^*^ > : S|xf*= 2 : 1 ) ; 

NMR (CDa 3 ) : 8 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 
2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) 0 
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2- (3- ( (2E) -3- (£7x-;U-4 ?W<-)l,**ri/) 7 



5 




TLC : Rf 0.63 ^*V> I ^if^ = 3 I 1) ; 

NMR (CDC1 3 ) : 5 7.53-7.63 (m, 4H), 7.15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) 0 

mm (2 1) 

2- (3- (3- (li'7x-;i/-4-/f;i/) 7"o^-» 7x^;Mf;l/f^) 




TLC :Rf 0.66 (^4r^> I »Rxf-^/ar4 ; i); 

NMR (CDCI3) : <5 7.19-7.61 (m, 10H), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 

83 



WO 99/46232 



PCT/JP99/0U34 



3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) 0 
mm (2 2) 

2- (3- (2- (5-^f*-2-7i-^tW-A'-4-'f it> 
5 *v) 7x^) ffiR.^f^fJl' 




TLC : Rf 0.50(^4r*> I ftKxf-;U=2 II); 
10 NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 

(m, 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s)o 

iifflj (23) 

15 2- (3- (fcf7x-;U-4 -4 >M h*v) t''Jy>-5-^;Mf ;l/f 




20 TLC : Rf 0.22 (ft=&x^;W : ^**t y = 1 : 2 ) ; 

NMR (CDCI3) : <5 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 

84 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H) 0 

iifli (34) 

2- (3- (4' -7'ntf;i/tf7x-;l/-4 -4^* h*v) 7i-Wf)l^ 
5 f-*) ftgl • ^ffl/x^fA' 



H 3 C 




TLC : Rf 0.65 : ftK-^f-^=3 II); 

10 NMR (CDC1 3 ) : (5 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 

8.4Hz, 2H), 7.25 (d, J =8.2 Hz, 2H), 7.24 (dd, J= 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H) 0 

15 IMU (2 5) 

2- (3- (4- (fcfu yy-A-jfr) yx.-lV* h+v) 7x-JMW 
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TLC : Rf 0.50 (ftRxf^) ; 

NMR (CDCI3) : S 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) C 

mm (2 6) 

2- (3- (4- (fef'J 7x-JM^y) 7x-;Mf;i/ 



TLC : Rf 0.77(^^-9-^ I St^x^;l/= 1 : 9); 

NMR (CDCI3) : S 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) C 

iiij (27) 

20 2- (3 - (4 - (1, 3 -v^^r-9-^>^>-5-^^) 7x;jM^v) 



10 
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< 

o 




CH 3 



TLC : Rf 0.48(^*-9"> I S»xf*=3 : 1); 

NMR (CDCI3) : 5 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 

5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

2- (3- (4- (b'y $/>-2->f *) 7i-;mf^-» 7x-)M f-;u 
10 Bfc$ • ^f^f/i' 



TLCiRf 0.47 ! Sfc$x?-;U=2 :i); 

15 NMR (CDC13) : 8 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) 0 

Wmi (2 9) 
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2- (5- (lf7x-;l/-4-'fWh^y) -2--hD7i-JMW 




TLC : Rf 0.38 + : ftKxf-;u=4 : 1) ; 

NMR (CDC1 3 ) : <5 8. 14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 
7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H)o 

2- (3- (tf7i-;i/- 4 ->f )i>* h*v) -4--hn7x-jMf;i/f 




TLC : Rf o.34(^+-9-> : BtKxf-;u=4 : l); 

NMR (CDCI3) : 8 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J= 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) Q 
mMMJ (3 1) 

2 - (3 - (4 - (1, 3 yyy-A -4*) 7x^)MKy) 



TLC : Rf 0.52 (^+-9- > : ftKxf^=3 I 1)1 
10 NMR (CDCI3) : <J 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5.11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

mm L3 2) 

15 2- (3- (2-7xx;i/f77-;i'-4-'f;^ h^rv) 7i-iMW 





20 TLC : Rf 0.38 (^*^ V \ gfc$x^;i/ = 4 I 1 ) ; 

NMR (CDCI3) : 8 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J =7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) ? 

gtfjffil (3 3) 

5 2- (3- (2- (5 (4-^f^7i-^) **-9-V-;i/- 




10 TLC : Rf 0.81 (^**> ftRx?-/U= 1 ! 1) ; 

NMR (CDC1 3 ) : 5 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) 0 

15 mmm (34) 

2- (3- (2- (2 -7x-Wy-;V-4 -4 )V) x^y) 7i^ 
p«f-;Wf-^) Soffit - ^fJVi^f^ 




20 

TLC : Rf 0.39 (^^"9- > ! ft|£x?-;w=4 II); 

NMR (CDC1 3 ) : 5 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J = 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) 0 
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mmn (3 5) 

2- (3- (2- (5 f"^- 2 - (4-h'J7^o.>fjV7x-;i/) * 
5 )V 




TLC : Rf 0.22 I ftKxf-^=2 : l)i 

10 NMR(CDC1 3 ): 8 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H) e 

mmm i (36) 

15 2- (3- (2- (2-7i-i^H , /-Jl/-4-'f;l/) i^v) 7x- 




20 TLC : Rf 0.40 (^-f > : f^®?x^;i/= 3 : i); 

NMR (CDC1 3 ) : 5 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 

= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (u J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) 0 
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gftBflll 1 (37) 

2- (3- (2- (5 ->f-JU- 2 - (4-7^D7i^) *4MhV-Jl/ 



5 




TLC:Rf 0.62(^*-t> : ftK^f-^= 1 I 1)1 

NMR (CDC1 3 ) : (J 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 
6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

mm (3 8) 

2- (3- (2- (5 -^f-^- 2 - (1, 3 >y>-5-4 *) 
15 ■fJl' 




tlc : Rf 0.84 (^*-g-> : ftfixf^= 1 : d; 

20 NMR (CDa 3 ) : $ 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7.19 (d, 
J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) 0 

92 



WO 99/46232 



PCT/JP99/01134 



5- (3- (3- (5->^-2-7x-^^7-Jl/-4-'f^) 7u 



5 




TLC : Rf 0.64 (^^-9- > : ft|fexf->U= 2 II); 

NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz. 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H)„ 

mmm 1 (40) 

2- (3- (2- (5 -^f-^-2 - (4-^nu7i-^) ***fV-)1<- 




TLC : Rf 0.83(^*-9"> : ^xf-;l/=2 : 1); 

NMR (CDCI3) : 5 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz, 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3.15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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2- (3- (5-^f^-2-7x-JI/W7Hl/-4->fWh+y) 7 




TLC : Rf 0.56 I *|fcxf- ;U=2 : 1)1 

NMR (CDC1 3 ) : (5 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

^faffl 1(42) 

2- (3- (3- (5-^fil'-2-7x-;i/tW-;i'-4-'f;i') 7n 




TLC:Rf 0.53(^^r-9-> I &&i^;i/=2 ! 1); 
20 NMR (CDCI3) : $ 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 

1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 

2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H) 0 

94 
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mm U3) 

2- (3- (2- (5 -^9)V-2 - 7z-^W-A/-4 -4 )V) x h 



TLC : Rf 0.48 t^Ws Bfc&x?-;i/=3 '. 1)1 

NMR (CDa 3 ) : 5 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H). 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) C 

mm (4 4) 

2- (3- (2- ( 5 -tf-fr- 2 - (2-^^71-^) 



TLC : Rf 0.70 (^*"t> ! ft»Xf-^« 2 : 1)J 
20 NMR (CDC1 3 ) : <5 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 

6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 




H3C CH3 




CH 3 
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MMil U 5) 

2- (3- (2- (5 - (3 -^f)l/7i-;P) *^v*-;b- 
4-4 )V) Xh+y) 7x-;MWt) ^-^f^f^ 




TLC : Rf 0.64 (^-9- > : #B$xf-;i/=2 : 1)1 

NMR (CDC1 3 ) : 5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) 0 

mm U6) 

2- (3- (2- (5 -^f-^-2 - (4->h^v7x-;i/) 
15 -4-4 fr) ih^i/) 7i-iMW^) ^-^f^x^fiV 




TLC:Rf 0.43(^*^> :ftKxf-^=3 : l); 
20 NMR (CDCI3) : S 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 

J = 9.0 Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J =6.7 Hz, 2H), 2.36 (s, 3H) C 

96 
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Stt fll (4 7) 

2- (3- (2- (5-^f-;W-2- (4--h07xi;l/) **-9- v*-;u- 



5 




TLC : Rf 0.32 I gf=$Ji?-;l/= 3 I 1); 

NMR (CDC1 3 ) : S 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) G 

mm (48) 

2- (3- (2- (5 -*f-A'-2 -7i-i^H'/-^-4 ->f /U) xf 



TLC : Rf 0.45 : &g|x^jU=3 : 1); 

NMR(CDC1 3 ) : S 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H). 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) 0 

m mi (49) 
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2- (3- (2- (5->f^-2-7x-;vt^rt'/-;i'-4-'f^) x h 




TLC : Rf 0.48 : ft»if^= 5 II); 

NMR (CDC1 3 ) : <5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J - 7.9 Hz, 1H), 

6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 6 

mm (5 0) 

2- (1- (3- (2- (5-^f^-2-7x-;^^ > /-;v-4-'f;v) 
xf.+y) 7x-^) xfjvft) 8fc$ • ^f;i/x^f;v 



15 




TLC : Rf 0.68 ! BfcB£x?-;l/ = 4 : 1); 

NMR (CDCI3) : <J 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4.10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 
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m m (si) 

2- (3- (2- (5->f*-2-7xi*W/-A'-4-'f*) -1 



5 




TLC:Rf0.72(^^r^> I g^K^^^=2 I 1 ) 0 

mmm (52) 

10 2- (3- (2- (5-F'J7;i'tD^fJV-2-7x-;i't+ty-;P-4 




15 TLC : Rf 0.37 > I gfcg£.xf-;l/ = 4 : 1 ) ; 

NMR (CDCI3) : S 8.10-8.00 (m., 2H), 7.55-7.41 (m., 3H), 7.21 (dd, J = 8.0, 8.0 
Hz, 1H), 6.94-6.75 (m, 3H), 4.31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H) 0 

20 mmm ls-3J 

2- (3- (2- (5->-? 1 ^-2-7Ji-;i'^^^V-;u-4--f )U) 7n 
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CH 3 



S^Y°-CH 3 



O 



TLC : Rf 0.54(^^-9-^ I ftRxfA/s 3 : 1); 

NMR (CDC1 3 ) : 8 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, 1H), 4. 17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) 0 

mm (5 4) 

2- (3- (2- (5 -^f-^-2 - 7x-;l/^-+t7-;i/-4 -4*0 J-Y 
10 4rv) 7i-WWt) yn;^|-xfjH7r^ 



TLC : Rf 0.75 (^^^ > I SKif^= 7:1); 
15 NMR (CDCI3) : 8 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 

6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J = 6.8 Hz, 2H), 4.17 (q, J = 7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H) Q 

20 iifiu (55) 

2- (3- (2- (5 -^^-2 - (4-xf)l/7x^^) 
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CH 3 



CH 3 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf 0.57 (ftKxf^/ : *>*y-y= 1 ; 2); 
5 NMR (CDC1 3 ) : S 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

10 mmi (5 6) 

2- (3- (2- (5-**-*-2- (2, 2-5?7^*n-i, 3 -v** 




15 F 

TLC : Rf 0.59(ft»xf-/H^4p , 9->=l 12); 

NMR (CDCI3) : S 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H) 0 
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mm (57) 

2- (3- (2- (5-^^-2- (4-yn^7x-;i/) ***)-V~)i< 



5 




TLC : Rf 0.63 (^if )V : /\^«t>= 1 : 2); 

NMR (CDC1 3 ) : 5 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
10 3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 

2- (3- (2- (5 -^f-;U-2 - (4-^vynt>7i-^) 




TLC :Rf 0.60 (ftRJ-f'A' : ^w*= i : 2); 
20 NMR(CDCl 3 ) : S 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, lH), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, lH), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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mmmi (5 9) 

2- (3- (2- (5-^f^-2-7x-W/-;P-4-'f^) 




TLC : Rf 0.54(^*^> : g£$-Xf-;P=3 : 1) ; 

NMR (CDC1 3 ) : S 7.89-7.83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 

10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H) 0 

2- (3- (2- (5 2- (4-7f^7xx;|.) ^^y-^- 
15 4-^^) xf^«» 7xx;v^f;Pf^-) gf=g£ • * -T^l/OL^-f^ 




TLC : Rf 0.59(^4r-t> I ffc$JLf-;i/= 2 ! 1); 
20 NMR (CDCI3) : 8 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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2- (3- (2- (5-if;V-2-7x-i^W-^-4-^V) xh 



TLC : Rf 0.27 : g)=g£x^;i/=3 II); 

NMR (CDC1 3 ) : S 7.96-8.01 (m, 2H) t 7.40-7.48 (m, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J - 7.6 
Hz, 3H) 0 

1 (62) 

15 2- (3- (2- (5-^7-^-2- (2, 3, 5, 6-f f77;Vto-4 



TLC : Rf 0.45 (^^r-9-> : f^Kxf-;l/=4 : 1); 

NMR (CDCI3) : d 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H) e 

2- (3- (2- (5 -^f-^-2 - (4-^>f;V7i-il/) 



TLC : Rf 0.66(^4r-9*> : ft^Xf-;U=2 I 1); 
10 NMR (CDC1 3 ) : 8 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10(s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5 Hz, 3H)o 

15 &mm\ (6 4) 

2- (3- (2- (5 -p<^;u-2 - (3-^DD-4-^f;i'7x-;i/) * 
^•9-V-;i/-4-'f x^y) 7ix)Mf^ft) S^l^f^xxf 



H 3 C 




S^Y°-CH3 



H 3 C 




S^Y°^CH 3 



TLC : Rf 0.47 : &®x.?-)V=3 : 1); 

NMR (CDCI3) : 8 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) C 

mm (6 5) 

2- (3- (2- (S-**fr-2 ->^da^->HW-A'-4 -4)V) 




TLC : Rf 0.65(^^r"9-> I ftKif^=2 I 1); 

NMR (CDC1 3 ) : 5 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10H) o 

(6 6) 

2- (3- (2- (5 2 - (4- (2-^^;uynhf;i/) 71^) 




TLC : Rf 0.58(^*-9-> : ftSxf;i/=2 : 1); 
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NMR (CDCI3) : S 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H)o 



5 gffiffil (6 7) 

2- (3- (2- (5 -**fr-2- (4-t-7*Wi-^) 
4-4)1,) xb+i/) §fc$ • ^f-;i/x^-r;u 




10 

TLC : Rf 0.50 : ^xf;i/=2 : 1); 

NMR (CDCI3) : S 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) C 

15 

mm LOJ 

2- (3- (2- (5 -> f-^- 2 - (4-y^OA^yjP7i-Jl/) 



20 




TLC : Rf 0.42(^*-9-> ! gfc$x-^;l/= 4 I 1); 

NMR (CDCI3) : 5 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J =6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m, 4H), 1.30-1.53 (m, 6H) 0 

mmm (eg) 

5 2- (3- (5-*f-*-2- (i, 3-^**-»M y*ry-h-4)\s) 

•9-V-;i/-4 ->f>U^ h^rv) 7xi^^fJI/f*) BMfc* ****** f"* 



10 TLC : Rf 0.50(^*-*> : ftRxf^=4 : 1)1 

NMR (CDC1 3 ) : 5 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) 0 

15 MMM 1 (70) 

2- (3- (5 2 - (4-'fvyn^7x-;i/) tZ-y-V-fr- 




o 



CH 3 



CH 3 



H 3 C, 




CH 3 



H 3 C 



CH 3 



20 



TLC : Rf 0.50(^^-9" 8fcg£x.^fl'=4 1) ; 

NMR (CDC1 3 ) : S 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(sep., J = 7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) 0 

mm (7 1) 

5 2- (3- (2- (4 -p«f-;u-2 - 7x-;^H , /-;i'-5 -- f*) xf 




10 TLC : Rf 0.37 i-^Ws I Hiif^=3 ! 1); 

NMR (CDC1 3 ) : S 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J= 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H) 0 

15 mtkmi (72) 

2- (3- (2- (5-^7-^-2- (3, 4 -V* h^v7x-;i/) t**r 




TLC : Rf 0.18(^^r-9-> : I^S?x\-^;u=3 ; l); 

NMR (CDCI3) : 8 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.1, 8.1 Hz, 1H), 6.91 (d, J = 8-3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)„ 

iiii (73) 

2- (3- (2- (5-^^-2 - (4-h'J7;^n^ h^y7x-;i/) 



TLC : Rf 0.62 (^^-9" > : ftlif*=2 ! 1)1 

NMR (CDC1 3 ) : 8 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

mm (7 4) 

2- (3- (2- (5 2- (3, 4, 5-h V> Kv7x-M 



F 3 C 




CH 3 




V CH 3 



CH 3 
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TLC : Rf 0.24 (^^-9- > : ft8if^=2 : l); 

NMR (CDC1 3 ) : S 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 

3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)o 

2- (3- (2- (5 -^f"^- 2 - (4 -tl-frM^yy- 1 ->f )V) * 
)V 




TLC : Rf 0.12 (*|xf*); 

NMR (CDCI3) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H)o 

2- (3- (2- (5 2- (4-^Wt7x-;P) 
20 )V-A-4)\<) ih^rv) 7x^)Mf)l/ft) SK'^^f;!' 
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TLC:Rf 0.46 (Sfc&x-^;i/ I ^#"9">= 1 \2)\ 

NMR (CDC1 3 ) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H) 0 

mm (7 7) 

2- (3- (2- (5 - (kf'J v>-2--f;W) 



10 




TLC : Rf 0.60(^^r-9-> : ftKxf-/U= 1:2); 

NMR(CDC1 3 ) : 8 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) C 

HkMfflj (7 8) 

2- (3- (2- (5 - (ft7x>-2-^V) X^V-fr 




TLC : Rf 0.40 : SK^f^=3 : 1)1 

NMR (CDCI3) : 8 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H)„ 

5 IMQ (7 9) 

2- (3- (2- (5 2 - (3--ho-4-^f;l'7x-;v) * 



10 




TLC : Rf 0A2(^**r> :&&3-?-)l'=2 1); 

NMR (CDC1 3 ) : 5 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

2- (3- (2- (5 -^f-Jt'- 2 - (4->^W^7xxM t**t 
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TLC:Rf 0.43(^x^;W : ^\^r-9->= 1 ; 2)\ 

NMR (CDCI3) : 8 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H), 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) 0 

mm (8 1) 

2- (3- (2- (5-^;u-2-v?D^>^;w**^y-;i/-4--f;u) 



10 




TLC:RF 0.46 (^*^ > I gfc®Xf-;l/= 2 : 1); 

NMR (CDCI3) : S 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3.15 (m, 3H), 2.90 (t, J = 6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

3?*fcgll 1(82) 

2- (3- (2- {5-J?-)V- 2 - (4-^f^7x-;i/) ***)rV-il>- 

7x-;P) ^^f^fJV 




TLC : Rf 0.54(^^r-9-> ! SKx^;i/=2 : 1); 

NMR (CDCI3) : $ 7.86 (d, J = 8.0 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H)o 

mmm 1 (83) 

5 2- (3- (2- (5 -^^-2 - (4-if^7x-^) 
4->f;u) x^y) 7i-)i') ^-^f-;ui^f^ 




10 TLC :Rf 0.56( / \*-9"> ! ftKif/l/=2 ! 1) J 

NMR (CDCI3) : £ 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) e 

15 liiJ (8 4) 

2- (3- (2- (5->f-;i/-2- (4-7"ot>7i-;i/) 




20 

TLC:Rf 0.59(^^r-9-> ! St^^^=2 : 1); 

NMR (CDCI3) : d 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) C 
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2- (3- (2- ( 5 f-^- 2 - (4--fV^ne^7x-^) ***)r*/ 




TLC : Rf 0.66 : ft»xffl/= 2 : l); 

NMR (CDC1 3 ) : 5 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6.88-6.75 (m, 3H), 

10 4.23 0, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H) 0 

2- (3- (2- (5 ->f-^- 2 - (4- {2-*WfuMV) 7z-;l/) 




TLC : Rf 0.60 I #»J-f-^= 2 I 1); 

20 NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H)„ 
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mm (s?) 

2- (3- (2- {b-**fr-2- (4-t-7f^7x-;V) 



5 




TLC : Rf 0.57 <^*"fr> I gt^JL-f ;i/= 2 : 1); 

NMR (CDC1 3 ) : 8 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) 0 

(8 8) 

2- (3- (2- (5-><f;V-2-y^D7'oii , W^t , /-Jl'-4-'fJl/) 




TLC : Rf 0.47(gfcgP^ * \ ^*V>=1 ; 1); 

NMR (CDCI3) : S 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 

20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) 0 

m m (3 9) 
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2- (3- (2- (5-*?)\/-2 - (4- (1, 2, 3-f7y7V'-^- 
TLC:Rf 0.75(^^r-9-> : »f;V=2 : 1)| 

NMR (CDC1 3 ) : 5 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) C 

^mm 1 (90) 

2- (3- (2- 2 - (4- 2, 3-f-T 

^77-^-5-^) 7x-7t') t4r t 9-V-;W-4-^;P) xF+y) 7x 




CH 3 



TLC : Rf 0.89(^*-9"> I gf=$x-^=2 II); 
20 NMR (CDCI3) : 8 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 

2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H) 0 
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mm i (91) 

2- (3- (2- (5-*Tfr-2- (4-n^v7x-Jl/) *4r^V-;u 



5 




TLC : Rf 0.38(^^r^> I S^Sc^f-^=2 ! 1); 

NMR (CDC1 3 ) : <5 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) C 

2- (3- (2- (5 -^tf-^-2 - (3, 4-vV^y7x;;i.) 




O 



CH 3 

TLC : Rf 0.17 CN*"fr> ! ^x^;i/=2 : 1); 

NMR (CDC1 3 + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 
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(9 3) 

2- (3- (2- (5 -^f-;U-2 - (1, 3 — ?*4MM >^>-5 — fA>) 




TLC : Rf 0.44(^^r-t> : »Kxf-^= 2 II); 

NMR (CDQ 3 ) : 5 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) C 

m m (9 4) 

2- (3- (2- (5-*Tfr-2- (3, 4, 5 - h V ^ h * v7 




CH 3 



TLC : Rf 0.28 ! S^x^;i/=2 : 1)| 

20 NMR (CDC1 3 ) : 5 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
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3H) 0 

mmn (95) 

2- (3- (2- (5 2 - (4 - h V 7^*0^ F^y7i-^) 

5 tW-;i'-4-'f;i') x).^y) 7x-;u) Sl^f^f^ 




TLC : Rf 0.61 (^**> ! gfc$xf-;i/ = 2 : 1); 
10 NMR (CDC1 3 ) : 5 8.01 (d, J = 8.6 Hz, 2H), 7.32-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

IMl (9 6) 

15 2- (3- (2- (5-^f-^-2- (2, 2 --77;i/^n- 1 , 3-^^- + 
*M S-'Ol') **4)-V'-)\>-A-4 )\>) x h*v) 7x-;W) ffc$ • 




F 



TLC:Rf 0.52 (^^"t > I Bfc$x^;i/=2 : 1); 

NMR (CDa 3 ) : 8 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 
(9 7) 

2- (3- (2- (5-^^-2- (4-HJ7WP^W*7x-fl/) 




10 TLC : Rf 0.45 : ftB?^f-/u=3 : l); 

NMR (CDC1 3 ) : £ 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 

7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H)o 

15 mmm 1 os) 

2- (3- (2- (5-^7-^-2- (4-y7/ 7i-^) jr**fV-)V- 




TLC : Rf 0.35 (^*-9"> I gfcg^?-;U=2 ! I) I 

NMR (CDCI3) : $ 8.08 (d, J = 8.4 Hz, 2H), 7.7 1 (d, J = 8.4 Hz, 2H), 7.21 (m, lH), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) 0 
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2- (3- (2- (5 - ^^-2 - (77>-2-'f^) **-9-V*-^-4 




TLC : Rf 0.32 I gj=®if-;l/=2 II); 

NMR(CDC1 3 ) : 5 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 

10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

iifli (loo) 

2- (3- (5->f*-2-7iimt , /-*-4->f^) * h*v) 
15 7x;*) ftj-^f^f* 




TLC : Rf 0.69 C^*^ I ^1^=2 : 1); 
20 NMR (CDC1 3 ) : £ 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 

(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) 0 
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m m i (101) 

2- (3- (2- (5-^f;V-2-7x-;i/f7V-^-4-'fJl/) 



5 




TLC : Rf o.56(^^-^> : S^S?^f-^=2 : l); 

NMR (CDC1 3 ) : S 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H)o 

mm (1 0 2) 

2- (3- (3- (5-^f-^-2-7x-;i/^^V-;U-4-^;l/) yn 




TLC : Rf 0.42 (^^"9- > I ftRxf*» 2 : 1); 

NMR (CDCI3) : <J 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H) Q 
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m m i (iQ3) 

2- (3- (2- (2-7x^WW-^-4-^) x^y) 7i- 



TLC : Rf 0.53 (^^-9- > : Sfc$xf-;U=2 : 1); 

NMR (CDC1 3 ) : <5 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 = 6.6 Hz, 2H)o 

iigy n 04) 

2- (3- (2- (5-^;u-2- (4-y?n^7i-^) 



TLC : Rf 0.67 (^3Mf> ! gf=&x?-;l/=2 II); 

NMR (CDQ3) : £ 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) Q 

iiflj (105) 

2- (3- (2- (5-^f-^-2- (3-^on-4-^;l/7i-;b) * 
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5 TLC : Rf 0.53 > I ^Kxf-;U= 2 ! 1); 

NMR (CDC1 3 ) : <J 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) 0 

10 %mWl (1 06) 

2- (3- (2- (5 - ^f-^- 2 - (4-y>W5;7i-^) 




15 

TLC : Rf 0.31 I ^if-;i/=2 ! 1); 

NMR (CDC1 3 ) : £ 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6.87 (m, 3H), 6.71 
(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H) C 

20 

2- (3- (2- (5-xf^-2-7i-Jl't^'/-^-4-'f;i') .x h 
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TLC:Rf 0.61 (^+-9-> : Bt^f-^=2 : 1) ; 

5 NMR (CDC1 3 ) : S 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 Hz, 3H) 0 

gffiffil (10 8) 

10 2- (3- (2- {5-*Tfr-2- (4-W7x^) t^tV-Jl'- 
4-4*0 x^y) 7x-;w) • tf-fVz.XT-fr 




H 3 C 

15 TLC : Rf 0.62 (^^^ > I ftRxf^= 2 : 1 ) ; 

NMR (CDCI3) : 5 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) C 

20 1 (10 9) 

2- (3- (2- (5-**fr-2- (4-^nn7^-;u) 
4 — f ^) x^y) 7x-/l0 ftR • >f-/Ui^T^ 
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TLC : Rf 0.54(^*-9-> I ftRxf-fl/= 2 : 1); 

NMR (CDC1 3 ) : S 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H) Q 

liii (i i o) 

2- (3- (2- (5-*f->U-2- (f-*7 jl>-2-J ;W) /I/ 
10 - 4-4)1') xf+y) 7x-;U) ^^f-jVx^f^ 




TLC :Rf 0.43 (^^V I gfc$X^;i/ = 2 ! 1); 
15 NMR (CDC1 3 ) : S 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) e 

mm 1 (111) 

20 2 - (3 - (2 - (5 -^f-^-2 - (77>-2-^l/) * *«9"/-JU- 4 
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TLC : Rf 0.33(^*-9-> :ftK^f-^=2 II); 

NMR (CDCI3) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

m&m (1 1 2) 

2- (3- (2- (5-**^- 2- (tf'J 5>>-2— f/l/) 




TLC : Rf 0.57 (gfe$x^fl/) ; 
15 NMR (CDCI3) : <S 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1.6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H) e 

mm (1 1 3) 

20 2 - (3 - (2 - (5 -^^-2- (2-^^7x-M j-^y-y-fr- 
4-4)V) xh^rv) 7x-;i/) ^l^fjUAf^ 
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tlc : Rf o.76(^^r-9-> : g^S?^f-;u= 2 : 1); 

NMR (CDC1 3 ) : S 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 

5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mmn 1 (114) 

2- (3- (2- (5-**)U-2- (3-^f^7x-;i/) 
10 A-4)V) xKv) 7x-;w) ftH^m^fJl' 



TLC : Rf 0.55(^\^"9-> : 11)', 
15 NMR (CDCI3) : S 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

gfifefrl 1 LLJJ5J 

20 2 - (3 - (2 - (5 ->f-;u-2- (4-h'J7;^D^f-^7x-^) * 
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TLC : Rf 0i7(A+t>:»Sif-^=2 : l); 

NMR (CDC1 3 ) : S 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

mm (I 1 6) 

2- (3- (2- (5 - - 2 - (4-7^07x-^) **^V-;U 
10 -4--TA0 x^v) 7x-)l/) ftS->f^/i^f ^ 




TLC : Rf 0.51 : ^xf-;u=2 : 1) ; 

15 NMR (CDC1 3 ) : <? 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H)o 

mmmi (117) 

2- (3- (2- (5-^f-^-2- (4 -y?; 
20 4 --f;w) x^y) 7x-;u) SSS- ^f;i/x^f^ 
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TLC : Rf 0.37 : gfcg£xf-;U=2 I 1); 

NMR (CDC1 3 ) : 8 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 
6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H)o 

mm i dig) 

2- (3- (2- (5-*?)l<-2- (4-*T)l>-l, 2, 3 - f7y*7 V 
5 **-9-v*-;i'-4 ->f/u) x^y) 7x-;i/) gfc$ • ^ 
10 ;i/xxf^ 



TLC : Rf 0.49(^*"9-> : fj=$JLf-;U= 2 : 1); 
15 NMR (CDC1 3 ) : 5 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H) C 

mm (I 1 9) 

2- (3- (2- (5-*f->l/-2- (2, 3, 5, 6 -r h 7 7**0 - 4 
20 ->f^7x-;P) t^"9-V-;W-4 ->f/U) -^h*v) 7x-;U) gfcgg. ^ 
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F F 



TLC : Rf 0.58(^4r-9-> l ftKifJP=2 : 1); 

NMR (CDCI3) : $ 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) 0 

mmmi (120) 

2- (3- (2- (5->f"^-2- (3 - - Jl/7x^) * 

^•9-V-;l/-4 -A )l>) .x}>*v) 7i-^) SH^f^f^ 




TLC : Rf 0.33 (^^> I Wf&J-J- & = 2 : 1)1 

NMR (CDCI3) : £ 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 

J = 8.0 Hz, 1H), 7.19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) 0 

mm 1 (12 1) 

2- (3- (2- (5-^f^-2-y^OA^y;l/t^rty-Jl/-4-'f;W 
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TLC : Rf 0.50 ftKxf-^=2 ! 1)1 

NMR (CDC1 3 ) : d 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

m m m (122) 

2- (3- (2- (5-^;u-2-v*n^>f-;u*4r^V-;i/-4->f;i') 

10 X^y) 7i-M ftK^f^fA' 




TLC : Rf 0.50 : ftKxf-jl/* 2 II); 

15 NMR (CDCI3) : 8 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 

(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J = 6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

mm (12 3) 
20 2 - (3 - (2 - (5 -*T)V-2- (4-^>f-;W7x-;U) 
-4-y()U) x^y) 7x-^) Si-^f;i/x^f;i' 
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tlc : Rf 0.55 (^^r-9-> : g^S?^f-;i/= 2 : l); 

NMR (CDC1 3 ) : d 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

iiai n 24) 

10 2- (3- (2- (5-^f-^-2- (tf; v>-a t^^^/-^- 




15 TLC : Rf 0.22 > I gfc$x^;i/= l ; l ) ; 

NMR (CDCI3) : S 8.90 (d, J = 6 Hz, 2H), 7. 85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

20 mm Wl (12 5) 

2- (3- (2- (5-^7-^-2- (try v>-3--f;u) 
4--f;U) oih+v) 7i-)l/) BfcB* • ^fraf^ 
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TLC : Rf 0.33 (^-fr > : gfc$xf-;U= 1:3)1 

NMR (CDC1 3 ) : S 9.22-9. 18 (m, 1H), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) C 

m m (12 6) 

2- (3- (2- ( 5 f-^- 2 - (tf'J V>-4-4il>) 
10 x^y) ftK • >f-;UJt^T/U 




Rf 0.25 (^** y : ^i^ji/= 1 : 3 ) ; 

15 NMR (CDCI3) : 5 8.71-8.67 (m. 2H), 7.83-7.80 (m, 2H), 7.26-7. 17 (m, 1H), 6.86- 
6.79 (m, 3H), 4.24 (t, J « 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H) 0 

20 2 - (3 - (2 - (5 -^-^-2- U-^f-JUf^yv-l— f *) f- 
7 % /-;u-4 x^-» 7ix;i/) gfcgg • ^f^xxf ^ 
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tlc :Rf o.39(^nn*M:^^y-;v=2 0 : l); 

NMR (CDCI3) : S 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 

5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H) 0 

mm (12 8) 

2- (3- (2- (5->f^-2-7x-;^HV-^-4-^l/) 
10 *v) y^-fr* h*v) • t - Wx^f )!/ 




TLC : Rf 0.79 (gfc$x^ : s\**)->= \ ; l); 
15 NMR (CDCI3) : 5 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H)o 

mmm {129) 
20 2- (3- (2- (5->f-^-2 - {M*)yy-z-4)v) 
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TLC : Rf 0.14(^^r-9-> : ^xf-;u= 1 ; 2); 

NMR (CDC1 3 ) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 

5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

iiU (i3o) 

2- (3- (2- (5->f-;U-2- (4-^fW7x-A') 

10 ;u-4->f;w) xh + v) 7i-*) ^^f^x^f^ 




TLC : Rf 0.39 (^*^> I §f=g£i^;U = 2 : 1); 
15 NMR (CDCI3) : 5 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7. 17 (dd, J = 

7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) C 

Mm 1 (13 1) 

20 2 - (3 - (2 - (5 2 - v^D7 , Dk>^HV-il'-4 --f/U) 
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TLC : Rf 039 : gE6£xf-;i/ = l ; 1); 

NMR (CDC1 3 ) : d 7.26-7. 16 (m, 1H), 6.85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 
5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m,4H) 0 

mmm (132) 

2- (3- (2- (5->f-;U-2 - (4-- hP7i-;l/) t^V-fr- 
10 4-4/1/) x^y) 7i-^) ftH • >f-jUi*7-/U 




TLC:Rf 0.57 : ^Xf-;i/=4 I 3) ; 

15 NMR (CDQ 3 ) : 5 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

mmm 1 (133) 

20 2- (3- (2- (5 -^f-^- 2 - >-2-4ju) **-9-v*-/u- 
4-4/10 xf+y) 7i-;i/) ^-^W7f^ 
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TLC : Rf 0.38 (^**f> : gfc$.x-^= 4 I 3) ; 

NMR(CDC1 3 ) : $ 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 

5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

mmm i (134) 

2- (3- (2- (5-**A'-2- (3-hV7;vto^f^$/7x-;l/) 
10 t^t , /-^-4-^f;v) xh^y) 7i-M 




tlc : Rf 0.46(^^-9-^ : gt=$x?-fl/= 2 : l); 

15 NMR (CDCI3) : 5 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 
7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) e 

iiu (135) 

20 2 - (3 - (2 - (5->^;U-2- (2-b'J7^n^h^y7x-^) 
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TLC : Rf 0.43 : SiJxf;|/=2 : 1); 

NMR (CDCI3) : 6 8. 11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7. 16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

mmmi a 3 6) 

2- (3- (2 -(4 -**)\>-Z -7z-;^^t/-^- 5—i )V) j-Y 
10 7x-;i/) gfc$ • ^f-juj^-r/u 




TLC : Rf 0.37(A^t>:^xf;t/=2 : 1); 
15 NMR (CDCI3) : 5 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

liii H3 7) 

20 2 - (3 - (2 - (S-**fr-2- (1, >^V-5--f;i/) 
**-9-y->u- 4 i^y) 7x-;m h^y) ftR • t -7*f-;ux 
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0 CH 3 



CH 3 
CH 3 



TLC : Rf 0.83 : SRxfX/= 1 : 1)1 

NMR (CDC1 3 ) : d 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) Q 



2- (3- (4- (4-*f-/U7x-/u) f-7y*-;w- 2 -4** h*v) 7 
10 x^/i^f-zuf-*) 



l-CMLfc^W (0.51 g) t>^-^-fh7HK077> 
15 (8 ml, 1 : 1) U 2 N-*»^k7- h U 7 

(3.2ml) 5:i)nx.T, ^fi"C3 B*B«#Lfc. Ki&fi^«»C«K*lHI^'r, 

u TKWttttfc^-ra^awffr&fc (0.39 g) 

20 TLC : Rf 0.37 (RsRxf-;!/) ; 

NMR (CDCl 3 +4 drop of CD3OD) : 8 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 
s) 0 

5 %nm\^m&Ltzit&®<oftt>*)\,z%jm\ {\) ~-%mm\ (137) 
10 iffigy (1) 

6- (3- (4- (4-^f^7i-ji/) fry-;i/-2 h^v) 7 




15 

TLC : Rf 0.41 {^V* : SS|xfjV= l ; l); 

NMR (CDCI3) : <J 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

20 

mm (2) 

5- (3- (^7x-;V-4->f;M h^rv) 7i-)l') ^^r/K 
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TLC : Rf 0.49 (ftK-xf-^) ; 

NMR (CDCI3) : $ 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 
5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

4- (3- (fcf7i-;u-4 -4 )i>* h*v) 7i-jp) 7**>$ 

10 




TLC : Rf 0.67 (gfcg£x^;U) ; 

NMR (d 6 -DMSO) : 6 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7.14 (1H, dd, J=7.5, 

15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

m mm (4) 

4- (3- (4- (4-XfJl'7x-^) f-7V-^-2 -4 /M h^ri/) 7 
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5 TLC :Rf 0.63 (gfc$x^;|,) ; 

NMR (CDC1 3 ) : 6 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) 0 

10 mmm2 (5) 

4- (3- (2- (5-^f^-2-7i-WW-^-4-'f;i/) .x h 




15 

TLC :Rf 0.47(§fc$x-f;W) ; 

NMR (CDCI3) : S 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7.18 (1H, m), 6.72-6.78 

(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 

mm (6) 
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6- (3- (2- (5->f^-2-7x-^W-^-4-'f;i') .xb 




TLC : Rf 0.41 (?nn*;uis : ?y-;w = l 5 : 1) ; 

NMR (CDCI3) : S 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 

10 

&1foM2 (7) 

5- (3- (2- (5-^^l'-2-7i-)^W-;i'-4-'f^) i V 



o 



15 




TLC : Rf 0.36 o n \ A 9 J -)V= 1 5 : 1 ) ; 

NMR (CDCI3) : 3 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m) 0 

**«2 (8) 

2- (3- (3- (lf7x-^-4-^f;M h*y) 7jc-;u) ynfjl/ft) 

146 



WO 99/46232 



PCT/JP99/01134 




5 TLC : Rf 0.38 n n*;UA : * * y -;u= 1 0 : 1 ) ; 

NMR (CDC1 3 ) : 6 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 m&m (9) 

2 - (3 - (3 - (4 - (4-^^7x-;i/) TTV-fr- 2-4 )V* 
v) 7x-;u) 7*nif;i/ft) §fc$ 




15 

TLC : Rf 0.41 (?nn*;uA : y ?y-;w= 1 0 : 1) ; 

NMR (CDCI3) : 8 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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mmm 2(10) 

6- (2- (2- (5-^f^-2-7x-^t^ty-;i/- 



TLC : Rf 0.50(?nD*;UA ; ^^y-;U=l 0 : 1); 

NMR (CDCI3) : 8 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7.17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

mmm 2(11) 

2- (3- (lf7i^-4->fWh*'» 7x-)MfJVf^) Sfc$ 

15 



TLC : Rf 039(ftft^^>; 

NMR (CDCI3) : 5 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 1 1 



5 




OH 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s)„ 

m m 2 (1 2) 

2- (3- (2- (5 f"^- 2-7i-^t^t < /-^- 4 -4 ;i>) xf 
5 *v) 7x-)Mf^ft) ft® 




TLC : Rf 0J3 (ftKJ-f-^) I 
10 NMR (CDC1 3 ) : 5 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 

8.0Hz), 7.03 (1H. dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, l.OHz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)o 

15 mmm 2(13) 

5- (2- (2- (5->f^-2-7x-;^^ty-iV-4-'f^) .x b 
+ y) 7i-^) s<y?>& 




20 

TLC : Rf 0.58(^OO*;i/A : p« ^y-;U=9 I 1) ; 

NMR (CDC1 3 ) : S 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) 0 

mm (14) 

5 6- (2- (4- (4-^f)l/7z-;i/) f7V-;i/-2-^;Ml-^y) 7 




10 TLC : Rf 0.76 (gfcg£x.-?-;l/) ; 

NMR (CDC1 3 ) : 8 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 
6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) 0 

15 (1 5) 

2- (3- (3- (2- (5-^f^-2-7x-WW-^-4-'f;l') 




20 

TLC : Rf 0.42 nn*W : * ?y-;U = 10: 1)5 
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NMR (CDC1 3 ) : 8 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H)o 

5 

gftftfll 2(16) 

2- (3- (2- (lf7x^-4-'f;i') xh^y) 7i-;MWt) 




TLC : Rf 0.43 (^on*M ; J ? ;-)V= 10: 1) ; 

NMR (CDC1 3 ) : 6 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H) 0 

mm (1 7) 

2- (4 -?nn-3 - (2- (5-^f^-2-7x-;l/tW-;l'-4 
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tlc : Rf o.38 (tK : * 9 s-A/ : ?od*w = i:io:ioo); 

NMR (CDC1 3 ) : $ 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) Q 

mm 

2- (4 no - 3 - (4- (4->^7x-^) f-7 2 -4 



10 




TLC : Rf 0.42 (>*C \*9 J-fr\ ^no*K=l : 10: 100); 
NMR (CDCI3) : 8 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7. 11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s. 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) 0 

*tt W2 (19) 

2- (3- (lf7x-;W-4 Y*z/) -4-^0071-)^^ 
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TLC : Rf 0.34 (tK : * 9 J —fr \ 9un =1 : io: 100); 

NMR (CDC1 3 ) : S 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 

1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H)„ 

mmw2 (2 0) 

2 - (3 - ( (2 E) -3 - (fcT7x-;i/-4--Ol') -/n^-n,***/) 7 




TLC : Rf 0.29(?nn*;l>A : ^ ?/-;U= l 0 : l) ; 

NMR (CDCI3) : S 7.22-7.62 (m, IOH), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
Hz, lH), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3. 12 (s, 2H)„ 

mm (2 1) 

2- (3- (3- (e7i-;V-4-^) 7n>K*v) 7i-;Mf^ft) 
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TLC : Rf 0.29 UU*)l>A : * ?/-;u=2 0:i); 
5 NMR (CDC1 3 ) : S 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) 0 

mmm (22) 

2- (3- (2- (5->f^-2-7x^t^tv*-jl.-4-^^) jch 




TLC :Rf 0.52 (^nn*;UA : ^y-;U=9 : 1) ; 
15 NMR (CDCI3) : 5 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

(23) 

20 2 - (3 - (k*7i-;P-4-^;M^y) fcf'J v>- 5 -4 )V* 
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OH 



TLC : Rf 0.14 (tK ! *9 J-fr \ ?OD*M= 1 : 10 : 100); 
5 NMR (DMSO-dg) : S 8.27 (d, J = 3.0 Hz, 1H), 8.12 (d, J = 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H) G 

m m m (2 4) 

2- (3- (4' -ynv: , ;wtf7i-;V'-4 — h*v) 7x-;v^f;i/ 

10 



TLC : Rf 0.41 (ft^xfjV) ; 
15 NMR (CDC1 3 ) : (J 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s, 2H), 3.83 (s, 2 H), 3.10 (s, 2H), 2.63 (t, J =7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H) G 
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mmm 2(25) 

2- (3- (4- (tfV v>-4 ->fA>) 7x-)M F + y) 7x^iMfJV 




TLC : Rf 0.47(^on*;UA : ^ ^y-;U=5 : 1) ; 

NMR (CDCI3 + 17 drops of CD3OD) : S 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 
Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
(s, 2H), 3.76 (s, 2H), 3.02 (s, 2H) e 

mtkM2 (2 6) 

2- (3- (4- -J>-3 -4 7i-;MF^y) 7x-)Mff 




TLC : Rf 0.44(^nn*;l/A : * 9;-)U=5 : 1) ; 

NMR (DMSO-d 6 ) : 5 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J = 4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) 0 

mm (2 7) 

5 2- (3- (4- (1, Z-V**^4y?y-*>-4 )V) 7x^;m h^v) 




10 TLC : Rf 0.28 (*n n : * ? J 1 0 : 1) ; 

NMR (CDC1 3 ) : 8 7.53 (d, J - 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8 Hz, 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 • 

15 m&m (2 8) 

2- (3- (4- (tfv s Jy-i-4ti) 7x-;m Y**y) 7 




157 



WO 99/46232 



PCT/JP99/01134 



TLC : Rf 0.50(^nn*;i/A : * ? 10: 1) ; 

NMR (CDQ 3 +3 drops of CD3OD) : $ 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 
J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) 0 

mmi, (2 9) 

2- (5- (H'7x-^-4-^MKv) -2--fn7x-;MW 

*) mm 

10 




TLC : Rf 0.40(^nn*;i/A : > ^/-;i/= 1 0 : 1) ; 

NMR (CDCI3) : d 8. 16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 

15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mmi2 (3 0) 

2- (3- (vf7i-;w-4 -4 fr* h* 9 s) -4--hD7x-;Mf;i'f 
20 *) mm 
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0 2 N 



TLC : Rf 0.25(^nn^;UA : ^ ^y-;U= 1 0 ! 1) ; 

NMR (CDC1 3 ) : 6 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) Q 

mmm (3 n 

2- (3- (4- (1, >y>-A-4)\<) 7i^JM h*i/) 



TLC : Rf 0.35(^nn*;UA : ^ ^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : S 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
15 8.0, 8.0 Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 
2H) 0 

£fifeflil2 (3 2) 

2- (3- (2-7x-;Pf7y-;i/-4-'f;M h^fy) 7x^;v^f;i/f 

159 
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5 TLC : Rf 0.42 n n *)V A : > 9 J -)V= 1 0 I 1 ) ; 

NMR (CDC1 3 ) : 8 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H) 0 

10 (3 3) 

2- (3- (2- (5-^;U-2 - (4-^f^7x-;i/) 
4-4 fl,) x^y) 7xxjMfW) gfc$ 




15 

TLC : Rf 0.42 O o : * * y -;u= 1 o : 1 ) ; 

NMR (CDCI3) : * 7.86 (d, J = 8.0 Hz, 2H), 7.25-7.17 (m, 3H), 7.07 (s, 1H), 6.88 

(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) e 

20 

mm (3 4) 

2- (3- (2- (2-7x-;^7V'-^-4-'f;v) x^y) 7x-Jb 
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TLC : Rf 0.46(^nn*;i/i. : ^ ^y-;i/= l 0 : 1) ; 
5 NMR (CDC1 3 ) : S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 

1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0 Hz, 2H), 3.12 (s, 2H) C 

Wmi (3 5) 

10 2- (3- (2- (5 2 - (4-F'j7Wo^f;i'7x^) t 




15 TLC : Rf 0.27 n a \ * ? J -)l= 1 0 : 1 ) ; 

NMR (CDCI3) : $ 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H)o 

20 mmm (3 6) 

2- (3- (2- (2-7x^W-;P-4->f^) x^y) y^- 
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tlc : Rf o.34(^nn^;i/A : ^ ^y-;u= i o : l) ; 

NMR (CDC1 3 ) : d 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H) 0 

mm (3 7) 

2- (3- (2- (5-^f-^-2- (4-7Jl/tn7x-;l/) 
10 -4->f;i/) x^y) 7ii^^f*ft) 



tlc : Rf o.39(?nn*;i/A : * 9 ;-)]/= 10: 1) ; 

15 NMR(CDC1 3 ): 5 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 

6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) Q 

(3 8) 

20 2 - (3 - (2 - (5->f-;U-2 - (1, 3 5 -4*) 
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TLC : Rf 0.30(>OD^;WA : ^ ^y-;u= i o : 1) ; 

NMR (CDC1 3 ) : d 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

&mm2 (3 9) 

5- (3- (3- (5->f^-2-7x-;i/tW-^-4-^l/) fu 
10 #*v) s<>?>$. 




TLC : Rf 0.63(^nn^;UA : ^^y-;i/=9 : 1) ; 
15 NMR (CDCI3) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7. 15 (m, 1H), 6. 80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H)o 

ggiSfcfflJ 2 (40) 

20 2 - (3 - (2 - (5 -^f"^-2- (4-^OD7i-;i') t^y'-)U- 
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TLC : Rf 0.29(^nn*;i/A : * ? ;-)V= 10: 1) ; 

NMR (CDC1 3 ) : d 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H)o 

mmm la u 

2- (3- (5-^fJl'-2-7x-WH > /-Jl/-4-^MhJf-» 7 
10 x.=.fr**)V**) ff=$ 




TLC : Rf 0.37(^nn^;i/A : ^ ^y-;i/=9 : l) ; 
15 NMR (CDCI3) : 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

mm (4 2) 

20 2 - (3 - (3 - (5 -^f^-2-7x-;i/tny-;i'-4-^^) "fu 
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TLC : Rf 0.42(^0 n : ^ ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : S 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4. 15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) 0 

mm (4 3) 

2- (3- (2- (5-^f-^-2-7i-;ut^^-V-;u-4 ->r ju) xf 
10 ^y) 7i-;l/) -2-^^7*0/08 




TLC : Rf 0.51 OD*;kA : * 9 J—A/= 1 0 : 1) ; 
15 NMR (CDC1 3 ) : <J 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H ) e 

m®2 (44) 

20 2 - (3 - (2 - (5 (2-^f^7x^) V-71/- 
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TLC : Rf 0.38(^Dn*^/A : > ^y-;i/= 1 o : 1) ; 

NMR (CDC1 3 ) : 8 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

|jfl2 (4 5) 

2- (3- (2- (5 -^f-^-2 - (3-^f^7x-^) **-9-y*-;u- 
10 A-4)\<) x^v) 7i-;MWt) 8fc$ 




TLC : Rf 0.39(?nn*;u.k : ^y-;i/= io:i); 
15 NMR (CDCI3) : S 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J = 7.4 
Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3. 16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) e 

mm (4 6) 

20 2 - (3 - (2 - (5 ->f-^-2 - (4 -* F+v7x-Jl/) 
— 4 — T JW) i^y) 7i-Wf;i/ft) 
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TLC : Rf 0.43(^dd^;ua : ^^y-;u=l 0 : 1); 

NMR (CDQ 3 ) : S 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (tn, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) C 

* » W2 (4 7) 

2- (3- (2- (5-^f-^-2- (4--FD7x-Jl/) ^+^V*-;U- 
10 4->f;W) xh^y) 7x-)Mffft) gfcg 




TLC : Rf 0.48(^OD*;i/A ; ^^y-;i/=9 : 1); 
15 NMR (CDC1 3 ) : d 8.29 (d, J = 9.0 Hz, 2H), 8. 13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J « 6.5 Hz, 2H), 2.43 (s, 3H) 0 

mm (4 8) 

20 2 - (3 - (2 - {5 2-7x^tW-]l'-4-'f;i/) x)> 
+ y) -5-^OD7xx;MfW) gfcgg 
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TLC : Rf 0.26(? nn*;UA : > 9 J ~)V \ 1 0 0 I 10: 1) ; 
NMR (CDCI3) : 5 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3. 17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H) 0 

mm (4 9) 

2- (3- (2- (5-^f^-2-7x-;^W-Jl/-4-'fil') -x h 
10 *v) -2-^f^7x-;MfW) mk 




TLC : Rf 0.29(^nn*;i/A : > ^y-;l/= 1 0 : 1) ; 
15 NMR (CDCI3) : 8 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) e 

mm (5 0) 

20 2 - ( 1 - (3 - (2 - (5 ->f;i/-2-7x^;Vtn , /-^-4-^f^) 
x^v) 7^^;W x^;u^*) 
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TLC : Rf 0.38(^nn^;i/A : ^ ^y-;U= 1 0 I 1); 

NMR (CDC1 3 ) : 8 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7. 8 Hz, 1H), 
5 7.01 (brs, 1H), 6.93 (brd, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4. 18 (q, J = 7.0 Hz, 1H), 3.06 (d, J = 15.6 Hz, 1H), 3.04(d, J = 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J = 7.0 Hz, 3H) 0 

mmi { 5 L) 

10 2- (3- (2- (5-^f;i'-2-7x-;^W-;p-4->f» -l 




15 TLC : Rf 0.37 o n A : * ? ; -;u= 1 o : 1 ) ; 

NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 

7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16 (d, J = 15.0 Hz, 
1H), 3.10 (d, J = 15.0 Hz, 1H), 3.01 (dd, J = 14 .2, 5.4 Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H)„ 

20 

g*fcfll2 (5 2) 

2- (3- (2- (5 - r- 'J 7;u*n^;u-2 -7x-^t+t , /-Jl'-4 
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TLC : Rf 0.23(?nn*;uA : *?y-;i/=2 0 : 1); 

5 NMR (CDC1 3 ) : S 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J =7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H) Q 

g*fcfll2 (5 3) 

10 2- (3- (2- (5->f;i'-2-7i-;i/i^ty-;i/-4->f;i/) yn 




15 TLC : Rf 0.38 > : ft®Jcf-;l/= 1 : 3 ) ; 

NMR (CDCI3) : S 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H) 0 

20 mmm lsjU 

2- (3- (2- (5->f^-2-7x-;l/tW-^-4->fJl/) 
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TLC : Rf 0.37(?on*;UA : * 9 = \ 0 I 1) ; 

NMR (CD3OD) : d 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 

5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J =7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

m m 2(55) 

10 2- (3- (2- (5 f-^- 2 - (4 -3-T-)\/-7 t^V~)V- 




15 TLC : Rf 0.33 (tK- I * 9 J -fr \ ^nn*;l/A = 1 : 10 : 100); 

NMR (CDCI3) : 8 7.88 (d, J - 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) C 

20 

£flfcfll2 (5 6) 

2- (3- (2- (5 2- (2, 2-S>7**n-l, 3-v** 
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F 



5 TLC : Rf 0.31 (tK I *9 J-fr \ ^D*H= 1 : 10: 100)1 

NMR (CDC1 3 ) : S 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7. 11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H) 0 

10 

•mm (5 7) 

2- (3- (2- (5 - (4-yntf;U7x-;u) 



15 




TLC : Rf 0.50 (7K \*9 ^d#M= 1 : 10 : 100); 

NMR (CDCI3) : $ 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s. 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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*» W2 (5 8) 

2- (3- (2- (5-P<f-;W-2- (4->f V^n tf;i/7i-;P) t^-fry* 



5 




TLC:Rf 0.53 (tK I * 9 J -fc \ ?dd*^A= 1110:100); 

NMR (CDCI3) : £ 7.89 (d, J = 8.0Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H) 0 

m m (5 9) 

2- (3- (2- (5-^f^-2-7x-W , /-Jl'-4-^M 
15 v) 7iX)MfHt) 




TLC : Rf 0.32(?nn*;i/A : * ?y-)l,= 1 0 '. 1) ; 
20 NMR (CDCI3) : S 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J = 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) 0 
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2- (3- (2- (5 -^f-;U-2 - (4-7f;P7x-;v) * /U- 



tlc : Rf 0.43 '(^od*w : ^^y-;u=9 : l); 

NMR (CDC1 3 ) : S 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

•mm (fi 1) 

2- (3- (2- (5-W-2-7x-^t%ty-^-4-^^) 
15 +•» yji-frtTfrl-*) 



TLC : Rf 0.63(^on*;UA : *?S-)V=S I l); 
20 NMR (CDCI3) : 8 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t,J=7.4 Hz, 3H) 0 




5 



H 3 C 
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g*fcW2 (6 2) 

2- (3- (2- (5-^f"^-2- (2, 3, 5, 6-f l>77;^o-4 
-^fiP7x-JV) *4r-9-V-;U- 4 -4/1/) iF^ry) 7i-;l/,* f-Jl/f- *) 
5 M 

F F 

tlc : Rf 0.33 ao<tw : .**y-;i/=i 5:i); 

10 NMR (CDC1 3 ) : 5 7.21 (t, J = 7.8 Hz, 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H) Q 

(6 3) 

2- (3- (2- {5 2- (4-^>fJl/7x-Jk) V*-/l/ 
15 -4-4/1/) ib*v) 7i-)Mfm) gfc$ 



CH, 



O 



OH 



H,C 



TLC : Rf 0.50(?nn*;UA ; * ?;-)V=9 : 1) ; 
20 NMR (CDCI3) : <5 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H)o 

mm (6 4) 

2- (3- (2- (5 - (3-^nn-4-^f^7x-;P) * 
5 **)rVr-fr-A-<i*') i^v) 7x^)MWt) 




tlc : Rf o.63(^nn^;uA : ^ ^y-;i/=5 : l) ; 

10 NMR (CDC1 3 ) : S 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 
J = 8.0 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, 1H), 6.99 (m, 1H), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.1 Hz, 2H), 
2.40 (s, 3H), 2.38 (s, 3H) 0 

15 MMM 2 (65) 

2- (3- (2- (5-^^l'-2-v?D^*y;i/*^y'-;i'-4-'Oi') 
x^y) 7x-;Mf^ft) mm 




20 

TLC : Rf 0.38(?nn*;UA : * */-;i/=9 I 1) ; 

NMR (CDa 3 ) : 8 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.05 (br. 1H), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5 2 -v*n/\*v;^4f-9-V'-;i'-4 -4 ^) 

5 




TLC : Rf 0.22(?nn*;UA : l 0 : 1) ; 

NMR (CDC1 3 ) : 8 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) 0 

mmm (e 6) 

2- (3- (2- (5 -**fr-2- (4- (2-^f-^ynbf;i/) 7x-)P) 
15 ** J tV-1\'-l-4)V) i^v) 7x^;MfW) 




TLC : Rf 0.44(^nn*;l/A : ^ ^y-;W=9 I 1) ; 
20 NMR (CDC1 3 ) : 5 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) 0 
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g*fefrl2 (6 7) 

2- (3- (2- (5->f-^-2- (4-t-7*f;l/7x-JP) 
;U-4-^;l/) xh^y) 7i-)Mf-Jl/ft) 



5 




TLC : Rf 0.50(^a D^;l/A : p< ^y-;U= 9 !1) ; 

NMR (CDC1 3 ) : 5 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 7.05 (br., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) 0 

m ®2 (6g) 

2- (3- (2- (5-^5 L ;w-2- (4->^a^7x-^) 




TLC : Rf 0.65(*no*;WA : *?;-)V=9 : 1); 

NMR (CDCI3) : S 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) e 
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2- (3- (5-*T)l'-2- (1, 3 -v**-9->f >y>-5 -4)V) 



5 




TLC : Rf 0.40(^on*;l/A : ^ ^y-;i/= i o : 1) ; 

NMR (CDC1 3 ) : 8 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s,2H), 3.11 (s,2H), 2.42 (s,3H) 0 

(70) 

2- (3- (5 f-^- 2 - (4-^V7*Dlf;l/7x^) t^V~)V- 




TLC : Rf 0.48 oo*;^ ; ^y-;b= l 0 : 1) ; 

NMR (CDCI3) : S 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 
20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3. 11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) 0 
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mm (7D 

2- (3- (2- 2-7x-)l/t+ty-^- 5-4 )U) h 




TLCrRf 0.38(^nD^;l/A : p< ^/-;i/= 1 0 : 1) ; 

NMR (CDC1 3 ) : 6 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 ftJ = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H) C 

£ fl fe fll2 (7 2) 

2- (3- (2- ( 5 2 - (3, 4-v> Kv7x-;i') *3r^ 

15 v*-;i/-4 -4 fr) J-h**s) 7x^;Mfji/ft) 

H3C-O 

TLC : Rf 0.62(^DU*;l/A : ^ ^y-;i/=5 : l) ; 
20 NMR (CDCI3) : d 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) Q 
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mmm2 (73) 

2- (3- (2- (5 - (4-hV7J^o> h^v7x^) 

5 




TLC : Rf 0.39(^nn*;i/A : p< ^y-;i/=9 : 1); 

NMR (CDCI3) : 5 8.00 (d, J = 8 Hz, 2H), 7. 30 (d, J = 8 Hz, 2H), 7. 20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H) Q 

(74) 

2- (3- (2- (5-^^-2 - (3, 4, 5 - h V * Y *v7 x-;i/) 




TLC : Rf 0.39(*nn*;l/A : >t*y-;u=9 : l); 
20 NMR (CDa 3 ) : <J 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 
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mm (75) 

2- (3- (2- (5->f-^-2- (4-^f-;m'^7> r ^- 1 * 




TLC : Rf 0.26 (tK: *9 ?nn*;i/A=l : 10: 100); 

NMR (CDC1 3 ) : S 7. 14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 

10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J = 2.0 Hz, 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3. 14 (s, 2H), 2.90 (t, J « 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) 0 

mm (7 fi) 

15 2- (3- (2- (5 2- (4-^Wt7x-^) ***TV*- 




20 TLC : Rf 0.33 (tK \*9 J-fr\ ?OD*M = 1 : 10 : 100); 

NMR (CDCI3) : $ 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3. 16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) 0 
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mmm 2(77) 

2- (3- (2- (5->f-^-2- **-9-v_;u_ 

5 




TLC : RF 0.55 n n*;i/A : ? 7 -;U= 5 : 1 ) ; 

NMR (CDC1 3 ) : S 8.77 (ddd, J = 4.9, 1.8, 0.8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0.8 
10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7.10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H) 0 

gWll2 (7ft) 

15 2- (3- (2- (5-7^^-2- (ft7x>-2-^l') ***fV-)V 




20 TLC:Rf 0.52 (? n n ; 7 ?/-;i/=5 : 1) ; 

NMR (CDCI3) : 6 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J = 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H) 0 
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mm (79) 

2- (3- (2- (5-*f-fr-2- (3--hD-4-^f^7x-^) * 




TLC : Rf 0.40 (Bfc&^f"*') I 

NMR (CDC1 3 ) : 5 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 

10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) 0 

•mm i&jd 

2- (3- (2- (5 2- (4-y7f;V7^7x-;i') 




TLC : Rf 0.47 tft I *9 J-fr \ ?dd*M= 1 : 1 0 I 1 0 0) ; 
20 NMR (CDCI3) : S 7.84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 1 1 

(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3.19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) 0 
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mm (an 

2- (3- (2- (5-^f-^-2-v^n^>^-;u^-^-9-y-;p-4-'1 , ;i/) 




TLC : Rf o.44(^ud*;ua : ^ ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : $ 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.10 (br., 1H), 6.85 (d, J = 7.5 

10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (m, 8H) 0 

fcf* (2- (3- (2- (5-*?-^-2-v*n^>^;u**^y-;i/-4 

15 




TLC : Rf 0.29(^on*;UA : p< ^y-;i/= 1 0 : 1) ; 

NMR (DMSO-d 6 ) : 5 7.18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) 0 
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mm ^ 2) 

2- (3- (2- (5 -^f-^- 2 - (4-^fJV7x^) 
4->f;U) Xh^y) 7x-^) 



5 




TLC : Rf 0.46(^nn^;PA ; ^y-;p= l 0 : 1) ; 

NMR (CDC1 3 ) : 5 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6.89-6.75 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

iii^ («3) 

2- (3- (2- (5-**)l>-2 - (4-xf^7i-^) ;u - 

4-y()V) xfJfy) 7x-)l/) gfc$ 




TLC : Rf 0.54(^nn*;i/i, : p{ ^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : $ 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H) Q 

2 (3 4) 
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2- (3- (2- (5-H-)V-2- (4-ynt>7x-M *4MJ-V-;u 




TLC : Rf 0.57(7trn*;i/A : p< *y-;i/= 1 0 : 1); 

NMR (CDCI 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H)» 

%MM2 (8 5) 

2- (3- (2- (5-*?7U-2- (4-4 y^n tf;l/7x-;W) 



15 




TLC : Rf 0.52(^nn*;i/A : p<^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (d, J = 7.2 Hz, 6H) 0 

^Ikm 2 (86) 

2- (3- (2- (5-^;u-2- (4- (2-^f;^DH'ji/) 7^-;u) 
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TLC: Rf o.50(*no*;u£ : * i o : 1) ; 

5 NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6. 89-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) 0 

mm (8 7) 

10 2- (3- (2- (5 2- (4-t-7*Wi^) 

;l/ _4_^ ;V ) i^y) ~7j.=.)V) 




15 TLC : Rf 0.44 n D : J ? J -;l/= 1 0 \ 1 ) ; 

NMR (CDCI3) : 8 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0Hz, 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) 0 

20 $tt«2 (RR) 

2- (3- (2- (5->f-^-2-v^n-/DVf;l/t^-^v*-;u-4-^^) 
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TLC : Rf 0.39 (7K \*9J-fr \ ^nn**A= 1 : 10: 100)1 

NMR (CDa 3 ) : S 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 

5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H) e 

2- (3- (2- (5 -**fr-2- (4- (1, 2, 3 -f-T vT 

*) mi 




15 TLC :Rf 0.30 n n *;UA ; * ? J -;l/ = l 0 : 1 ) ; 

NMR (CD3OD) : 8 9.35 (d, J = 0.8 Hz, 1H), 8.24 (d, J = 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H) C 

20 mmnz oo 

2- (3- (2- (5 f-;U- 2 - (4- (4-^^;U-l, 2, 3-f-T 
vrv*-;u-5-^;u) t^-9-V-;w-4 -A )\<) i^y) 7x 
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TLC : Rf 0.34(?nn*;l/A : * ?;-)V= 10:1); 
5 NMR (CDC1 3 ) : S 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) C 

**fc«2 (9 1) 

2- (3- (2- (5-^f-^-2- (4-^^v7i-Jl/) **-9-v*-;w 
10 -A-4)V) xh + y) 7x-;l/) gfc® 




TLC : Rf 0.67 (^dd*W : 10:1); 
15 NMR (CDCI3) : 8 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) D 

&tiiM2 (9 2) 

20 2 - (3 - (2 - (5 -^f-;u-2- (3, 4-y^*y7x^l/) 
4- >f ;u) xb*v) 7x-;v) ffcjg 
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o 



OH 



H 3 C >= / O 



CH 3 



TLC : Rf 0.54 nn*;i/A : * ?/-;u= l 0 : 1) ; 

NMR (CDC1 3 + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 

5 1H), 7.22 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H). 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H) 0 

g*feflil2 L2-3J 

10 2- (3- (2- (5 -^;u-2- (1, Z-V***y4 >V>-5-4^) 



15 TLC : Rf 0.53 (? D n */U A \ j* 9 J 1 0 : 1 ) ; 

NMR (CDCI3) : 8 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 

J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H) 0 

20 Mimn (94) 

2- (3- (2- (5-*T)i>-2 - (3, 4, 5-h'jn^y-7x-;i/) 
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TLC : Rf 0.47(^nD*;l/A : >^y-;i/=l 0 I 1); 
5 NMR (CDa 3 ) : S 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) 0 

(9 5) 

10 2- (3- (2- (5 2 - (4-h'J7JI/to^h^y7x-Jl/) 




15 TLC : Rf 0.57 n U*)V& ; > ? y -;P= l 0 : 1 ) ; 

NMR (CDC1 3 ) : 5 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) Q 

mm (9fi) 

20 2 - (3 - (2 - (5 -^f-^- 2 - (2, 2 - v7^*n- l , 
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F 



TLC : Rf 0.53(^nn*;UA : * ?;-)U= l 0 ! 1) ; 
5 NMR (CDC1 3 ) : S 7.74 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

^*fcflJ2 (9 7) 

10 2- (3- (2- (5 - ^ f"^- 2 - (4-F'J7Jl'tD^f;i/ft7x-Jl/) 




15 TLC:Rf 0.47 n U : * 9 J -fr= 1 0 ! 1 ) ; 

NMR (DMSO-d 6 ) : 5 8.02 (d, J = 8. 1Hz, 2H), 7.81 (d, J = 8. 1Hz, 2H), 7.20 (t, J = 

7.8Hz, 1H), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H) B 

20 mmm 2 (98) 

2- (3- (2- (5-^f-^-2- (4-v7/7i-^) 
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TLC : Rf 0.24 (^+-9- > I ftKif^= 1 I 1); 
5 NMR (CDC1 3 ) : d 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

&mm 2 (99) 

10 2- (3- (2- (5 -^f-^- 2 - (77>-2-^V) 




15 TLC : Rf 0.24 (^*^ > ! §f=$x^;l/ = 1 ! 1 ) I 

NMR (CDC1 3 ) : S 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 
3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J » 6.8 
Hz, 2H), 2.37 (s, 3H) 0 

20 mttiM2 (100) 

2- (3- (5 2 -7x-;i/**-9-y-;i'-4 -^fr) ^ h^v) 
7x-;u) ft® 
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TLC : Rf 0.31 (?oa*jl/£ : * fj-)ls=8 ; 1) ; 

NMR (CDC1 3 ) : S 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H) 0 

mm 2 (101) 

2- (3- (2- (5-^f;l'-2-7x-;i/f7V-)l'-4-^^) 
v) 7x-;U) gj=® 




TLC : Rf 0.43(^nn^;UA : p«^y-;i,= 9 ; i); 

NMR () : 5 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H)„ 

mm® 2 (102) 

2- (3- (3- (5-*^;u-2-7jc^;u**^V-;u-4-'f;i') 7'n 
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TLC : Rf 0.50(^nn^;i/A : * */-;U=8 \ 1) ; 

NMR (CDCI3) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 
5 3.94 (t, J = 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2.11 (m, 
2H) 0 

3ZlkM2 (1 0 3) 

2- (3- (2- (2-7xiWW-*'-4-^ )V) xh^fy) 71- 

10 &m 




tlc : Rf o.39(^nn*;i/A : ^ ^y-;u=8 : l) ; 

15 NMR (CDa 3 ) : 8 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) G 

m m 2 (104) 

2- (3- (2- (5-*?-A>-2- (4-y^DA^fy^7x^f) 
20 V-;i/-4->f>l') X^y) 7x^;U) §fc$ 
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TLC : Rf 0.62(*nn*;WA : p<?y-;i/=5 : 1); 

NMR (CDa 3 ) : S 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H) Q 

mm (J 0 §J 

2- (3- (2- (S-**^- 2 - (3-^DD-4->f;V7x^;i') * 




TLC : Rf 0.67(^nD*;PA : ^ ?/-)U=5 : 1); 
15 NMR (CDC1 3 ) : S 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) 0 

m^M2 (10 6) 

20 2 - (3 - (2 - (5 -^;l"-2- (4-/>f^75;7x-;l/) 
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TLC : Rf 0.55(*nD*;i/£ ; > *y-;U=5 : 1) ; 

NMR (CDCI3) : 8 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
5 6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H) 0 

^*fcgll2 (10 7') 

2- (3- (2- (5-if^-2-7x-;l/tW-;P-4-^V) 
10 *v) 7x-;i/) &® 




TLC : Rf 0.44(^DD*;UA : ^ ^y-;u=8 : 1) ; 
15 NMR (CDCI3) : S 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s,2H), 2.98 (t, J = 6.6 Ha 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t, J = 7.6 Hz, 3H) 0 

mm 2 M 0 g ) 
20 2 - (3 - (2 - (5 -^f-^- 2 - (4-7'f;l/7i-;i/) 
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H 3 C 

TLC :Rf 0.54(?nn*;l/A : * ?S-)V=S : 1) ; 

NMR (CDa 3 ) : 3 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H)o 

mmm 2 LLQ-2J 

10 2- (3- (2- (5-^f-^-2- (4 - ?no7x- )V) *3f^y-;i/- 
4->f/i0 xh4r'» 7x-;l/) 




15 TLC : Rf 0.57 (^DD^jl/A ; ^7-^=8 I 1 ) | 

NMR (CDa 3 ) : 5 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mm (i i o) 

2- (3- (2- (5-^^;U-2 - (f*7i>-2-'f^) 
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TLC : Rf 0.70(*nD*;PA : * ?J-)l'=5 : 1) ; 

NMR (CDCI3) : $ 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J = 4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) 0 

mm (HI) 

2- (3- (2- (5 2- (77>-2--f;U) 4 

10 xh^y) 7x-jU) gfc$ 




TLC : Rf 0.69 (? nn^A : ^ ?y-/l/=5 : 1) ; 
15 NMR (CDCI3) : 5 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm 2 a 1 2) 

20 2- (3- (2- (5 2- (ev5?>-2->f/u) 

4-4 )l<) X^y) 7x-Jl/) §fc$ 
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TLC:Rf 0.67(*na*;i/A : * 9S-ft/=5 : 1) ; 

NMR (CDCI3) : 8 8.71 (d, J =4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 =7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

iii 2 (113) 

10 2- (3- (2- (5-^^-2- (2-^^7x-;i/) 
4--f;u) xf^» 7x-;i/) 




CH 3 



15 TLC : Rf 0.68 n n*;Ui» ; * 9 J 5 : 1 ) ; 

NMR (CDCI3) : <5 7.90 (m, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) 0 

M14) 

20 2 - (3 - (2 - (5 2 - (3->f^7x^;i/) 

4->f;u) i^y) 7X-JP) gfc® 
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H 3 C 

TLC : Rf 0.71 (^dd*M : * ?;-)u=5 : 1) ; 

NMR (CDC1 3 ) : S 7.74-7.81 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
5 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) 0 

m mi (115) 

2- (3- (2- (5-^^-2- (4-h'J7^n>f;i/7x-^) * 




TLC : Rf 0.54(^OO^;i/A : > ^y-;i/=8 : l) ; 

NMR(CDa 3 ): d 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 
15 1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

mm 2 (116) 

2- (3- (2- (5-^^-2 - (4-7;^n?x-;i') t^V-fr 
20 -4-W;i/) if*y) 7i-^) 
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•TLC:Rf 0.59(^nn*;i/A : ^^y-;i/=8 : 1); 

NMR (CDCI3) : S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
Hz, 2H>, 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

**W2 (117) 

2- (3- (2- (5 - (4-v77 7x-;P) ***)r\r-fr- 
4-J)V) ih4r'» 7x-;i/) 




TLC : Rf 0.52(^on,i>;PA : p« ^y-;i/=9 : 1) ; 

NMR (CDQ 3 ) : <5 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

mm (1 1 8^ 

2- (3- (2- (5-^f L ;U-2- 2, 3-f-TvTV 
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CH 3 



TLC:Rf 0.54(*nn*;i^ : ?y-;l/=9 I 1); 

NMR (CDCI3) : S 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J - 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

&mM2 (119) 

2- (3- (2- (5-^^-2- (2, 3, 5, 6-fl>77^tD-4 



tlc : Rf o.34(*dd*;ua : ^?y-;w=8 : l); 

NMR (CDCI3) : 8 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H) 6 

^iW2 (12 0) 

2- (3- (2- (5 -^-f ^-2 - (3--hD-4->f;V7x-^) * 



H 3 C 




F F 
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tlc : Rf 0.3l(?no*;wA : ^*/-;i/=8 : 1); 

NMR (CDa 3 ) : d 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7. 17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H)o 

mm (12 1) 

2- (3- (2- (5-P { f-^-2 -v^n^^v;U^^r^-v*-;P-4 -4*0 

io xkv) 7i-iH ^m. 




TLC : Rf 0.44(*nn*;WA : * $ J -)\,= 9 : 1) ; 
15 NMR (CDCI3) : $ 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) c 

3£ffiM 2 (12 2) 

20 2 - (3 - (2 - (5->^;u-2 -i/^n^>^;i/^^r-9-y*-;i/-4 -4 flO 
xf^y) 7x^^) mL 
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tlc : Rf 0.46(^nD*;wA : p<^y-;w=9 : l); 

NMR(CDC1 3 ) : 8 7.19 (dd, J =7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4.11 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2.86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

mm (1 2 3) 

2- (3- (2- (5 ^-2 - (4-^>f^7xz^) 
10 -4->f;W) xh + y) 7x-;U) gfc$ 



H 3 C 




tlc : Rf o.44(^dd*;i^a : p« ^y-;i/=8 : l) ; 

15 NMR (CDCI3) : <5 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J = 7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 mrnii (1 2 4) 

2- (3- (2- (5 -^f-^- 2 - (try v>-4--f;u) 

4-4)1/) x).+y) 7x-;Mf^f^) gfc$ 
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TLC : Rf 0.36(^nn*;UA : * ? 7-/1/= 4 : 1) ; 

NMR (DMSO-d 6 ) : 8 8.75 (d, J = 6 Hz, 2H), 7.80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 
5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H) 0 

mmm2 (1 2 5) 

2- (3- (2- (5 -7f-/u- 2 - (fcf'J : Jy-Z 
10 4--f;i/) iKv) 7x-;U) W& 




TLC : Rf o.39(7na*/ui. : 7 ?7-/u=9 : 1) ; 

15 NMR (DMSO-d 6 ) : 5 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 

1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J = 8.4 Hz, 4.8 Hz, 1H), 7.21-7. 16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 mm (12 6) 

2- (3- (2- (5-7^/l/-2- S»-4->f **-9-v*-;u- 
4-4fr) JLh**s) 7x-;U) ft® 
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TLC : Rf 0.34(?nn*;l/A : * ?;-)V=9 : l) ; 

NMR (DMSO-dg) : S 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 

5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

IM2 (12 7) 

2- (3- (2- (5-^^-2- (4-^f;Hf^7v>-l-'f;U) f- 
10 xh^v) 7xz)|/) gj-g 




TLC : Rf 0.40(^no*;i/A : ^^y-;W=3 : 1); 
15 NMR (CDC1 3 ) : S 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H) 0 

gftgflll2 (12 8) 

20 2 - (3 - (2 - (5 ->f^-2-7x-Jl't^ty-^-4-'f^) x)> 
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TLC : Rf 0.31 I * * J -fr : * o n = 1 : 10 : 100); 
NMR (CDCI3) : £ 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J - 8.0, 8.0 Hz, 1H), 
5 7.00 (m, 1H), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0 Hz, 2H), 4. 11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H) 0 

m m (12 9) 

2- (3- (2- (5-^^-2- (tf V i/y-3 4r*V/-)U- 
10 4-4*) xh4r'» 7x-;Mf^ft) gfc$ 




TLC : Rf 0.41(*nn#/l/A : **/-/U=4 : 1); 
15 NMR (DMSO-de) : 5 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 

7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) C 

mm (13 0) 
20 2 - (3 - (2 - (5 2 - (4-^fW7i-M 

,1,-4-4)1,) xh^y) 7x-;U) gfc$ 
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TLC:0.44(? DD*;i/A : > ?y-;i/=8 I 1) ; 

NMR (CDa 3 ) : 8 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Ha 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) 0 

mm (13 1) 

2- (3- (2- (5->fil'-2-y^0 7*otf;l't+tV-^-4-^^) 
10 xh^y) 7i-il/) $m 




tlc : Rf o.43(^od^;ua : p<^y-;i/=9 : 1); 

15 NMR CDC1 3 ) : S 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J =6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

MM 2 (13 2) 

20 2 - (3 - (2 - (5 - ^f-^ - 2 - (4-- FD7x-ib) **y-y*~)l<- 
4--f;u) x^y) 7x^;u) 
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TLC : Rf 0.53(^on^;UA : ^^y-;u=9 : 1) ; 

NMR (CDCI3) : S 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H) G 

&titm2 (13 3 ) 

2- (3- (2- (5-^-^-2- (*y V V-2 -J)l<) **V/-)l<- 
10 1-4 fr) xb^» 7x-^) gt=® 




TLC : Rf 0.51 (9 nn*]^ : J 9 J -;u = 9 : 1) ; 
15 NMR (CDCI3) : <5 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 

7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) G 

mm n 2 (134) 

20 2 - (3 - (2 - (5 -^^-2- (3- h V 7**n* h4rv7x-;P) 
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TLC : Rf 0.37 nn*;WA : * ?;-)l=9 I 1) ; 

NMR (CDC1 3 ) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 
5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm\2 (135) 

2- (3- (2- (5 -^f"^- 2 - (2-h'J7Jl/*D^h^fy7i-;i/) 




TLC : Rf 0.42(?nn*;UA : * *y-;u=9 : 1) ; 
15 NMR (CDa 3 ) : <J 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 

1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

mm Q-3-fiJ 

20 2 - (3 - (2 - (4 -^f^-2-7xXji/t*t/-)l'-5-'f^) i|> 
*v) 7x-;i/) ft® 
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TLC : Rf 0.44 nn*;l/A : ^7-^=9 : 1); 

NMR (CDCI3) : S 8.00-7.93 (m, 2H), 7.46-7.37 (ra, 3H), 7.28-7. 18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3.14 (t, J = 6.8 Hz, 2H), 2.20 (s, 
3H) 0 

mm (137) 

2- (3- (2- (5 2- (1, 3-y**4M>y>-5-J)U) 




TLC : Rf 0.20(*nn#;i/A : * * 7 -)V \ tK= 1 0 0 : 1 0 : 1 ) ; 
15 NMR (CD3OD) : $ 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 
J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J - 6.4 Hz, 2H), 2.33 (s, 3H) 0 

mm 

20 2 - (3 - (2 - (5-^^;U-2 -7 ^-fr 4 if 
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2- (5-^f;i/-2-7x-;H^ft , /-;i'-4-'f;i') x^yov^ 
K (1 3 6mg) i5itr3-^^*7'h7i-;i/^- ^i/x.^-rrt' (7 8 
5 mg) SrT-t Y-Y V* (5ml) K?§8?U £t&#'j?A ( 1 8 Omg) £ 

?y7J- (^on*H : g^^xf-ji/=2 0 0 : 1-5 0 : 1 ) -CflNRU 
10 TlB»ttitt#t&*»JHfcfc* (9 2mg) 
TLC : Rf 0.33(ft^Xf-;l/ : ^^r^>= 1 : 3); 

NMR (CDC1 3 ) : S 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7. 15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 

15 

mm 

2- (3- (2- (5-^f;V-2-7xZ^+t'/-;i/-4-'f;l/) i h 



20 




3- (2- (5-^f-^-2-7x-Jl/t^rt , /-^-4-'fJV) i^y) 
'•Ov^?-*-;!/ (i.i5g) <Ox?;-;i/ (3 5ml) 2 -yo^e- 2 - 
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^f^yo/OK-if^f^ (0.64ml) t3XVi'V } )VA**l'-h 

(2 9 0m g ) iowmi, 3&wmfaLtz 0 KBm&femzm.TfiL$-?ft%i 

5 W7^nvl>777^ (AW:ftSxfA,= 5: 1) tffiSU 
TIB«rt***#1-**»Wft^ (1.69 g) 
TLC : Rf 0.46 (^^r^> I gfc$x^;U= 4 : 1); 

NMR (CDC1 3 ) : 8 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7. 18 (t, J= 8.0 Hz, 1H), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) G 

1 -ORS itzit&to<Dftt> o izmmm 3 s x xrnmm a -cmm l tz it 

2- (3- (2- (5-^f^-2-7x-J^H7-^-4-^;l/) xf 




TLC : Rf 0.50 ! * ^ -;U : ? n n * ;i/ A = 1 : io : 1 00); 
NMR (CDC1 3 ) : 8 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 
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2- (3- (2- (5 f-^- 2-7i-;i/t^ft , /-^~ 4-4 x)> 
+ y) 7x-^^Wt) -2 -*f-/u7tm>K 




TLC : Rf 0.53 (^^-9- > : fr = 1 : 3); 

NMR (CDC1 3 ) : <J 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7. 8 Hz, 1H), 
10 7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) e 

2- (3- (2- (5-^f^-2-7i-;l't^t , /-A'-4-'f^) .x h 




TLC : Rf 0.53(^^-9-^ : ftK^f-^= 1 : 3) ; 

NMR (CD3OD) : 5 7.98-7.93 (m, 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7.4 Hz, 1H), 
20 6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) e 
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3- (2- (5-^f^-2-7x-;kt^ , /-^-4-^l') iKv) 



2- (5->f;i/-2-7x-^^rt7-^-4->f^) x*y-;i, (1.02 
g) % 3-tKo^ry^yX7mK (0.73g) fc^fctf h V 7x^H^7 4" 
> (l.57g) Z&im-Uy (1 0ml) «MU 1, 1' - {TVVUtoX 

10 vvf^uv> (i.74 g ) zovcmi. m?at*2B#ra#L^o afcri^- 

W7A;o7^77^- : ^od*h=i : 1 0 0) 

SU T»»tti[t*i-**«fl:«fr« (l.30g) 
TLC : Rf 0.77 (p< 9 J -to I ^nn*W= l ; 2 0); 
15 NMR (CDCI3) : 5 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) 0 



3- (2- (5-><f^-2-7xx;i/^^ty-;v-4-^l/) x)>^) 
20 v>7*n-HJ;u 



5 




OH 
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&%W6-cm&Lt:it&SB (1 3 5mg) &XVati£E& (1 3mg) Z 



10 



15 



fU>(3ml) U 0 r-C h V ^ f-* v V ;U- h V ;l/ (0.14m 1 ) 

GmzfrMitz, At-g 

a*SL^o »«»*^*4r*> (3 m 1 ) C*JSU 2N-i£K 
(0.5ml) £fln;i> Mfi^-lJfeS^LTto JWcCDP^, S»x 

v^A-C^m, TfE»ttffi*W**«Hft#» (1 4 0mg) 

fc. 

TLC : Rf 0.27 (Rs|fcxf-/U : > = 1 : 2 ) ; 

NMR (CDCl 3 ) : 8 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) 0 

ff-vry-3 - (2- (5->f^-2-7x-ji/t+t/-;v-4-'f^) 



20 




£%m7-?m&Lt:fc&y} (9 3mg) Z&it*TU> (3ml) tcjgjRL. 

Efi^-ftf-*-^ (6imi) uirfy^f-^^AT? K (lift) zm*.. 
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MU TEftttftlftiilft^ft (9 9 

rag) fc&fc. 

TLC : Rf 0.74(^if-;i/ : ^^r-9">= 1 : 1); 
5 NMR (CDC1 3 ) : 8 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H)o 

10 5- (3- (2- ( 5 f-Jl'- 2 -7x^.]^WV-^- 4 ;U) xF 
*v) 7i-^) -2, 4-^7VVv>v*> 




15 ##«8-CfiafiLfc<t^» (9 9mg) (1ml) L , 

ft^uT (2 6m g ) *m*.. 3#wmmitzo EU&&&mmz2n-&jgL 

(1.5ml) tiDx., -Kfe«iftLfco RJ&ft^»«[*?WcKinx., ftRxf^t 

■CS£«&, **Lfc 0 m&fy** ^^-^-CSIS B H H L, Tie^t$1t£#1-£;fc 
20 89Hfcfrtt (6 0mg) £?§fc 0 

TLC : Rf 0.31 ; ^^y = \ \ 1); 

NMR (ds-DMSO) : 5 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 

1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H)o 
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[mm] 
mm 

\>XT<D&fcfr*1$m^X*)®.&Ltzmi$iLX > -S£*K1 0 0mg<7)f£& 

5 -2- (3- (4- (4-^f^7x-;i/) f7y-^-2-^l'n^y) 
7x-;M^ft) B£® lO.Og 

•^frr/^^vfA (fflrtffl) o.i g 

•0IS B B H -t^o-^ 9.7 g 

10 

mm 

]TFO£*#*ttttfcJ:9S£'Lfc|fc, J: 0«WU 5 m If 

7V/>»::ft*U UTifcfc J: OaWSfgjfcU 17>7>cK 20mgOf& 

15 • 2 - (3- (4 - (4-^f^7x^;l/) f7 , /-;l'-2-'fW h*v/) 
7x^;^Wt) ft® 2 g 

• h 5 g 

• ^@7fc 1000m 1 
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l . -flb£ ( I ) 




A 1 liC 1 -47;v^rU^ii/:liC 2 ~4 7;i"5r^>g£^;bU 

A3{iCH&i£liN&£^fc>U 
10 nttl~5*3SfcU 
Rili 

(i) jfc*®^ 
(a) c i~87;H^$, 
(in) Anyy|^, 
15 (iv) C l~4 7^3^yg, 

(v) - h ug, 

(vi) F'J^n^f;i/i, 

(vii) h U^n^ 

(viii) H V^n^;uf-*g x 
20 (ix) vT/i, 

(x) C l-4 7M^f*S, 

(xi) NR 5 R 6 i (&4>, R5i3J:t>*R6|±^^tL3f$35:LT, tK^^P*/: 
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(xii) mm&. ttzii 

(xiii) ofS?rIt>L, 
R2{i 

(i) TkltlK^ 
5 (ii) C 1 ~4 7;^^I, 

(iii) /Nuy>/g^ % ttzit 

(iv) h'J^n^f^S^U 
C y c 1 £li 



10 Cyc2lii 

a) mm&, itiii 

(ii) ng|g£a*>u 
R3{± 

(i) *HJi^ 
15 (ii) C 1 ~8 7;i/*^&, 

(iii) ^ny>f^ 

(iv) C l-4 7;^^yl, 

(v) -hnl, 

(vi) h'j^n^f-;^ 
20 (vii) h V^o^ h*vg, 

(viii) h'jAD^f;i/ftl, 

(ix) v7;l, ifcli 

(x) Cl~47^WtSi^U 
R4(i 




(iii) 
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(i) — A 4 -C— COOR 7 

(ii) 2, 4-f7 , / , jr/';**/-5-'fJH^U 
(i) 

5 (ii) C l-4 7;^l/>i, 

(iii) -Cl~47;t/^l/V-0-i> *fctt 

(iv) -Cl~47;^l/>-S-i^:It>U 

R7 % RS^itTRSli^^-fMjJlLT, frmm*. ttz&C 1 ~4 7W 

10 fc£U 

(1) R4l±2ffi*fctt3titt:|S£1-**>©i:U 

(2) R 4 ri ? 3{iK*££U A^JMS^Sfcli^f-U^fc^bU A3^CH 
**fcU Cy c 1 >*%.t>tt §> Altt^fVV, xfl/V, *fc 

2. »*oifiH i e«o-«5s: (i) •tmztizitem. %tih<Dmm®&. 

Mo 

3 . tf *<0$&B 1 mm<D-&$, (l) -C/T $ ft<Mfr£*K * ft <b 
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10 (5Wx 

A 1 (iC 1 - 4 7** 1/ >2feifcliC 2-4 U>&ZUt> U 

A2tt-0-£2fcli-S-£*£fcU 

ASttCH&SfcttN&fc^fcU 
nlil ~5 fc^fcU 
15 R 1 tt 

(i) tIcSUS^, 

(ii) C 1-8 7^^1, 

(iii) AD^/I^, 

(iv) C l-4 7*3*'>i, 
20 (v) - hoi, 

(vi) h'jAO^f;H, 

(vii) h V^n^ h^fyi, 

(viii) h 



5 



4. 



HK ( I ) 
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(ix) ">7yi, 

(x) C 1-4 7;^W|, 

(xi) nr5r6^ RsssxvRsuztiemzix, mm+ttz 
5 (xii) stmm&, ttztt 

(xiii) ArniiilfcU 

R2(i 

(i) tK^^^ 
(a) C i~4 7;^;H, 
10 (iii) ^ur>fc=F, ttzit 

(iv) MJ/M3^;i,£t^;bU 

c y c i m± 

(i) — — (\\) — — Oii) — ~ 

Cyc2lfi 
15 (i) ^3RHUfe, Sfctt 

(ii) Afoil^IfcU 
R3{i 

(i) yfcSEJK^ 

(ii) C 

20 (iii) ^ny>jR^-, 

(iv) C l-4 7*3^>i, 

(v) - h 

(vi) h'jAD^f;^ 

(vii) h 'J^cM h^pvl, 
25 (viii) Ml^o^-f^f-*^ 
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(ix) ->7;|, ttzii 

(x) ci-4r;^;i'f^^L, 

R 8 R 9 

(i) — A 4 -C— COOR 7 

5 (ii) 2, 4 -f ryj y>y t > - 5 - 'fJVii^ U 

(0 

(ii) C 1~4 7^1/>I, 

Cm) -Cl~47MU>-0-I, itzli 
10 (iv) -C 1 ~4 T)\s*]sy-s-m*Ut>i. 

(1) R4(i2f5t^li3f2^^t>2»^^t L, 
15 (2) R4^3^tC^L, A4^^J/-(iptf-v>^^L, A3^*CH 

zmt>L, c y c itfs<>*>yzmt>-rt Aii^fw>, xfi/>, t£ 

20 5. »*O^H4ieicO-jfe^; (I) ^^lli^t©-} Cy c 1& 

*ut>-tmt.<omm<F> 4%m.<r)\t&®, ztib<D$m&&, ttz\tztib<Dfr 
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6 . ik<&m&, 

I) 5 - (3 - (fcf7x.xi;i/-4 7i-)l/) • ^f- 
5 2) 4 - (3 - (k*7x^^-4-^Mf^y) 7x^^) ^>g^fjV 

3) 4- (3- (2- (5-^f/l/-2-7x-WW-^-4-'f^) -x. 
h*v) 7x-;i/) 7* y$ . f^xxf^ 

4) 6- (3- (2- (5->f^-2-7x-;Vt^>/-^-4->fJl/) x 
10 7x-JP) ^tVgS-^f^f^ 

5) 5- (3- (2- (5-^f;V-2-7x-;l/t^t7-^-4-^;l/) x 

6) 6- (2- (2- (5 -^f-^- 2 -7xXj^^y-^-4-^l/) x 

15 7) 5 - (2 - (2 - (5->^-2-7x-;vtW-;l/-4-'f;l/) x 
h*v) 7x-)l/) ^>^>i-^f^iXf;K 

8) 2- (3- (2- (5-^f^-2-7x-;l/t*ty-^-4->f;i') x 

7x-;l/) g^i-^fjl/xxr^ 

9) 5- (3- (3- (5-^f^-2-7x-Jl/tW-^-4-0) 7* 
20 n*K3ri/) 7x-*) >g£ • ^f^i^fiK 

10) 2- (3- (2- (5 2 - (4-^<f-;u7i-;w) 

)U-4~y()V) X^y) 7xx;i/) BMK ' * f^J^T^, 

II) 2- (3- (2- (5->^;U-2 - (4-xfjl/7x-JV) 
;U-4-^;U) x^y) 7xxiP) ^^f;i/xxf;K 

25 12) 2- (3- (2- (5 -^;U- 2 - (4-ynn>7x^^) t+tV 
-;i/-4-^f;P) i|>^y) 7x-)P) KK^f^f^ 
13) 2- (3- (2- (5 2 - (4->f77 , ne;l/7xx;i/) 
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14) 2- (3- (2- (5 ->f-;b- 2 - (4- ( 2 - * f;^n M )V) i * 

**-9-y-;i/-4 --f ;u) x^y) 7i-^) • * f^x7f;K 

15) 2- (3- (2- (5 -^^-2- (4-t-7^7xx^) 
5 xh^rv) 7xx;i/) gfc$ - * 

16) 2- (3- (2- (5-^x^-2- (4-^h^7i-/l/) tHV 
-;u-4--Ow) x^y) 7i-;u) Rft • ptf-^x^x^ 

17) 2- (3- (2- (5-^f-;u-2- (3, 4-y^h^y7xx^) t 
4M^/-A'-4->f *>) x^y) 7x-M S®5->f;i/x^f;K 

10 18) 2- (3 - (5-^f*-2-7xi**W-^-4-'f*) 
v) 7xx^) ^ • ^f-;Ui^r^> 

19) 2- (3- (2- (5-^f;i'-2-7xx;l/f7 , /-fl'-4->f^) x 

20) 2- (3- (3- (5-^f^-2-7xx;l/t+tV*-;i'-4-'f;V) 
15 ro^y) 7xx;i/) S|^f;i/xxfiK 

21) 2- (3- (2- (2-7xx;Vtn/-;i/-4-'f;i/) x^y) 7 
x-;i/) ^^;i/x^f-;u, 

22) 2- (3- (2- (5-^^-2 - ( 3 n n - 4 - p< f-;U7 

^^•9-y-;w-4 -W;u) x^y) 7x-f) ftK-^f^f^ 
20 23) 2 - (3 - (2 - (5-xf;i/-2-7xx^tH > /-^-4-'f;l/) 
xl>^» 7x-)i/) gj-gfc • ^f^fJK 

24) 2- (3- (2- (5-*f-;U-2- (4-7f ^7xX)V) jj-^^y- 
;l/-4-^f;i/) x^y) 7i-^) K^f^^T^ 

25) 2- (3- (2- ( 5 2 - (4 - * □ n -7 jc ^;u) 
25 ;v-4-^f;p) x'h^y) 7x^;i/) gfc$ • f-;i/i.xy-;u, 

26) 2- (3- (2- (5 -*-r;u- 2 - (2-^f^7x-ik) ^^r^V*- 
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27) 2- (3- (2- (5->^;U-2- (3-^f^7x-;l/) 
;l/ _ 4 _^;p) oih*v) 7jc^;u) SK-^f^x^f^ 

28) 2- (3- (2- (5 -^f-;b- 2 - (4-h'J7Wn>f;l/7x-^) 
**-9-7 , -;i'-4 AO xh^rv) 71-^) • j*f-;i/-x*r;K 

5 29) 2 - (3 - (2 - (5 -^;W-2- (4-7^07x^) ^-^V 
-;i/-4 ->f *0 x^y) 7i-;i^) IK^f^fiK 

30) 2- (3- (2- (5-^^-2- (4-v7V 7i-iP) 
;i/-4--f;i') xf+y) 7x-;u) Bjsgg . f-;l/i;*xA', 

31) 2- (3- (2- (5-^f-;w-2- (3--hn-4-^f;U7i-;v) 
10 t^ftV-;l'-4-'f^) xh^y) 7ixjl/) SS^W^f/K 

32) 2- (3- (2- (5-^^;u-2- (4-^>f-^7x-;l/) 

4 ->f AO xh+-» 7x-Ji/) ftg^f^f^K 

33) 2- (3- (2- (5 -If-fr- 2 - (4 f07xx;i/) jj-^-y- 



15 


34) 5 - 


(3- 


(e7xx*-4->f^h^» 7xx;i/) 






35) 4 - 


(3- 


(tT7x-;i/-4-^;Wp« h*v) 7xx;u) 


7* > 


®> 




36) 4 - 


(3- 


(2- (5-^f^-2-7xx;i/tW- 


;u-4 






x^y) 


7x: 


•A0 7?>&, 








37) 6 - 


(3- 


(2- (5-^f^-2-7xx^W- 


)V- 4 




20 




7x: 


• ;u) 








38) 5 - 


(3- 


(2- (5-^f^-2-7x^;vt^tV- 


4 






x^y) 


7x- 


• ;l/) <*>9>M, 








39) 6 - 


(2- 


(2- (5->fJl/-2-7x-;i/tny- 


;u- 4 






x^y) 


7x- 








25 


40) 5 — 


(2- 


(2- (5-^f^-2-7xx;l/t+tV- 


;u-4 






xh^ri/) 


7x: 


.;w) 








41) 2 - 


(3- 


(2- (5-^f^-2-7x-H+tV- 


4 
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42) 5- (3- (3- (5-^f;i/-2-7x-;i/t^rt , /-;l'-4-^;V) 
yn^y) 7x-;i/) ^y*>$, 

43) 2- (3- (2- (5-*^- 2- ( 4 *P~7 x.-fr) ***fV- 

44) 2- (3- (2- (5 -^f"^- 2 - (4-xf ]V7x-Jl/) **^y- 
;i/-4--f;W) xF^fy) 7xx)l^) gfc$ x 

45) 2- (3- (2- (5 -^^-2- (4-7 , oif;i/7xx;l.) **-9-y 
-;l/-4 -W;l/) X^y) 7xx^) ftfa 

10 46) 2 - (3 - (2 - (5-^^-2- (4->fV7'ne;P7x-;v) 

47) 2- (3- (2- (5-*-^- 2- (4- ( 2 hf;u) 7 x. 

^•^•9-v*-;i/-4--f;w) xh*v) 7i-)P) 

48) 2- (3- (2- (5 2 - (4 - t -7*f^7xx^) 
15 V*-;l/-4--Ol') xh^rv) 7xx)l/) gj=®, 

49) 2- (3- (2- (5 -^f-JU- 2 - (4 ^v7xx;i/) **-^y 
-;u- 4 f A>) x^y) 7x-;i/) 

50) 2- (3- (2- (5 -^f-;i/-2- (3, 4-Wh^>7i-*) * 
^-9-y-;u-4--f;w) x^v) 7xx^) gj=$ % 

20 51) 2 - (3 - (5 ->f;V-2-7xx;l/t^ > /-^-4-^f;i') h * 
v) 7xx;v) 

52) 2- (3- (2- (5-^f;i/-2-7x-;i/f7V-;i/-4-'f;l') i 

53) 2- (3- (3- {5-**iU-2-7x.-A'**V- s /-A'-4-4 fr) 
25 7-o^y) 7is*) 

54) 2- (3- (2- (2-7xx;^^ty*-^-4-/f^) xh^y) 7 
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55) 2- (3- (2- (5 ->f-;U- 2 - (3-^oo-4->f;V7xz;i/) 

56) 2- (3- (2- (5 -if 2 - 7x-;i't^t/-;i'- 4 - 'f ;v) 

5 57) 2 - (3 - (2 - (5 2- (4-7*f ^7i-^) 

58) 2 - (3 - (2 - (5->f-^-2 - (4-^OD7i^) ***9-y*- 
;l/ _ 4 _^ ;l/ ) x^i/) 7x-)b) gfc$, 

59) 2- (3- (2- (5 2- ^7j-^) ^^r^V- 
10 ;U-4-^;V) xh+i/) 7x^) gfc$, 

60) 2- (3- (2- (5 2- (3-^f;l/7x-;l/) ^-^^V- 
;i/-4->f^) xh*-» 7x-;i/) gfc$ % 

61) 2- (3- (2- (5 2 - (4-h'J7;^o^f^7x-JI/) 
*W/->u-4— f/U) xh + y) 7x-;u) gfc$ N 

15 62) 2 - (3 - (2 - (5 -^f-;l'-2- (4-7Hn7x^) 
4 ->f ;i/) xh^-y) 7x-Jl/) gfc$ % 

63) 2- (3- (2- (5 2 - (4 - vTV 7jc->U) 
;i / _ 4 _^ ;l/ ) xh^'» 7x-)l/) gfc®, 

64) 2- (3- (2- (5 -^f-;U- 2 - (3 hn- 4 -^f;i/7x-;i/) 
20 ***V-/U-4 ->f ;W) X^y) 7x-^) g£$ % 

65) 2- (3- (2- (5-^f;W-2- (4-^VWx-^) 

)U) Xh^y) 7x-;U) g£$ N 

66) 2- (3- (2- (5 2- (4 h U7xx;l/) jj-^y- 
;U-4-^;i/) X^y) 7x-)V) gfc$, 

25 67) 2 - (3 - (2 - (5 -^f^-2-7xi;i/tW-^-4-'f 
xf-;i/f-*) 7x-)V) ^^f;i/x^f;K 

68) 2- (3- (2- (5-^f^-2-7xi^tW-/l/-4-^) 
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»-c*a»#<&i£H 4 
7 . 

5 1) 2 - (3- (4 - (4-^f^7x^;V) f7V-;i'-2-'fiMh^y) 

2) 2- (3- (3- (k'7i-Jl/-4-^M h*v) 7i-^) ^nt>f 
*) ft® • ^f^i^fik 

3) 2- (3- (3- (4- (4->f;i/7x-;l/) *T*/-*-2-4 fr* Y 
10 +y) 7i-)i') yn^Wt) ftK ♦ ^f-;Wi^T^ 

4) 2- (3- (lf7x-Jl'-4-'fW h*v) 7x^;i/^f-^f-^) • 

5) 2- (3- (2- (5->f;i/-2-7x-wr/-;i/-4-'f;i') x 

15 6) 2- (3- (3- (2- (5-^f;V-2-7x^;l/t^tV'-^-4-^ 

7) 2 - (3 - (2 - (lf7x^-4-^l/) x^y) 7i-)MfW) 
• ^f^f)K 

8) 2- (4-^OD-3 - (2- (5-^fil'-2-7xx;l/^^t/-^- 
20 4--f;w) 7i-;MfHt) ftK • 

9) 2- (4 nn- 3 - (4- (4 -.?»*■ /U"7x:=.A0 f-jy- ;i / _2->f 

10) 2- (3- (H'7x^-4-^Ml> + y) -4-^nn7x^;Mf 
Jl/f-*) ft® • ^f^rJK 

25 11) 2- (3- ( (2E) -3- (lf7xxjv-4-^^) "fu 

12) 2- (3- (3- (fcf7jL-;U-4 ->f;U) 7*d**^v) 7x-Wf^ 
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13) 2- (3- (tf7x-/l/-4 -4)1* h*v) If V 5? > - 5 -4 )V* 

14) 2- (3- (4' -ynk>e7i-^-4 -4 /I/* h4rv) 7i-;M 
5 f-fl'-f *) **-;ux*f-/K 

15) 2- (3- (4- (If 'J v>-4 -4*0 7x-;M h*v) 7i-JM 

16) 2- (3- (4- (If 'J v>-3 -4 fr) 7x-;M h^py) 7i-/M 
10 17) 2- (3- (4- (1, 3 -V***)r<< >^>-5 -4/1/) 7xxi;i,* h 

18) 2- (3- (4- (IfU v>-2-4 ^) 7x-JM F^y) 7i-JM 
^/Wf-*) • ^-f ;i/x*f/K 

19) 2- (3- (4- (l, 3— yyy- 4 -4/w) 7i-;m h 
15 ^fy) 7i-WW*) ftK-^f^fJK 

20) 2- (3- (2-7xiW/-A'-4-'f^ 7i^Mf 

21) 2- (3- (2- (5->f"^-2- (4->fJI'7xiJl/) 
;p-4->f;l/) xh^y) 7x-;Mf;!/ft) ^f;l/xxf;K 

20 22) 2 - (3 - (2 - (2 - 71-^77-^-4-^1/) Xf^y) 7x 
x^f-;^*) g^g •jf;i/X7>f;K 

23) 2- (3- (2- (2-7xx;i/#*-9-y--;U-4->Ol/) x^y) 7 
i-;uptf-;i/^^-) gf=$. ^fji/X^fJK 

24) 2- (3- (2- (5-^f-;P-2- (1, 3 - 5 - 
25 4/1/) **-9-V-A'-4 -4 /U) xh^y) 7x-WW*) ftK • ^ 

jl/x*f>/l/ % 

25) 2 - (3 - (5-^f-^-2-7xx^^rtV-^-4-^M h*v) 
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26) 2- (3- (3- (5->f;t'-2-7x^jl/tn > /-;i/-4-^;i/) 

27) 2- (3- (2- (5 -^f-;U-2 - ( 2 f-;W7 **-9-v*- 

28) 2- (3- (2- (5 -n-)V-2 - ( 3 Tfr? x-AO 
;i/-4-^;v) xf^fy) 7i-;upf^;u^^) gfc$ • ^;Kx*f-;K 

29) 2- (3- (2- (5-^^-2- (4-n^>7x-;V) **-tf-y* 
-)V-A-^)V) X^v) 7x-JMf;l/fi) Bfc$ • ^Jl^yWK 

10 30) 2 - (3- (2- (5-^f;V-2-7xXjK^rt > /-^-4-^;i/) 
-x^*v) -5-^nD7xx;MfW) gfc$ • > f;i/X^fJK 

31) 2- (3- (2- (5-^f L ;i'-2-7x-;i/^4r"9-y-;i/-4-'f )V) 
^h4rv) -2-^f;V7x-;MfW) S^K-^f-^^r^, 

32) 2- (3- (2- (5-^f^-2-7x-H^ftV*-^-4-'f^) 
15 - 1 h*v) 7xx;MWt) gfcg£ • ^f;i/xxf;K 

33) 2- (3- (2- (5-^f-;W-2-7x-;i/^4r^y-;W-4--f^) 
7*o^y) 7x-WWt) ISSE^f^xxfiK 

34) 2- (3- (2- (5 -^^;U-2 -7 )U* **TV- )V- 4 -4 )\<) 

20 35) 2 - (3 - (2 - (5 -^f-;l— 2- (4-xf^7xx;i.) ^^y- 

36) 2- (3- (2- (5-^;U-2- ( 4 - 7o tf;l/7 1-^) *4r^V 
-;u-4--f;i/) xh^fy) 7xx;Mf;i/ft) M^f^fJK 

37) 2- (3- (2- (5-^f-;u-2- (4-^vynif;i/7x-;v) 

25 ■^V-;i'-4->f ;l/) xj>*v) 7x^;M?-;i/?-*) ^ • ^ ^;i/a.>;r;i/ N 

38) 2- (3- (2- (5-^f^-2-7xxji/f7/-;|,-4-^;i,) x 
h*v) 7ai^;P^^;uf-^) ^-^f^fJK 
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39) 2- (3- (2- (5-^/1/- 2- (4-rf-^7x-^) t*^/- 

40) 2- (3- (2- ( 5 -xf «/- 2 - 7 4 - 'f 
x^y) 7x-jw^f-;i/^t) ^.^f;i/xxf;K 

5 41) 2- (3- (2- (5-^^-2- (4-^Vf^7x-;l/) t*-^/ 

42) 2- (3- (2- (5-^f^-2->^OA+y;^Hy-^-4- 

43) 2- (3- (2- (5-***- 2- (4- (2-*W?U}£A,) 7 x 
;Ux*f ;K 

44) 2- (3- (2- (5 - 2 - (4- t -7f ;i^7x-jl/) 

y-;u-4->f ;w) x^y) 7xx;i/^;i/f-*) ftK-^f-^x^f;K 

45) 2- (3- (2- (5 2- (4-y?o^y^7i-;i/) * 
15 /U- 4 xh^rv) 7xX)Mf;i/f^) BEBt • T-A'-X-^r 

46) 2- (3- (5-^f-^-2- (1, 3 -5?*4MM >^>-5 -4 
t^rtV-;i/- 4 --f h*v) 7x^)Mf^ft) SK">^xXf 
>K 

20 47) 2- (3 - (5 -^f-^-2 - (4-^7 , /ntf;l/7xx;i/) 
;i/-4 f^y) 7x-)MW^) Sfc$ • ^ ^x^f- ;K 

48) 2- (3- (2- (4 -> f 2 - 7x-;^^tV-Jl/ - 5 - 'f 
x^y) 7xxjMWt) gfc$ • ^f;Vx7fJK 

49) 2- (3- (2- (5-^f7b-2- (3, 4-^^y7x-;l/) i 
25 *"9-»/-^-4 x^y) 7xXjl/^fW) KK^WxXf 

50) 2- (3- (2- (5 2 - (4-^f^tf^7V>-l-'fJV) 
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*4Mf-V-A'- 4 -4JU) x|« + y) 7x-;i/^;wf-*) gfcg£ • ^;i/a.7. 

51) 2- (3- (2- (5-^^-2- (tTVv^-2 

5 52) 2 - (3 - (2 - (5 2- (f t7x>-2-^f^) ***tV 

53) 2- (3- (2- (5 2- (4-'^f ^7^7xx;i.) * 
** % /-^-4 --f>l/) xKi/) 7xx;m Wt) ftR • 

10 54) 2 - (3 - (2 - (5 ->f"*-2-->*n^>^A/**-fry-;u-4 - 

x^y) 7xx;Mf;i/ft) ^•^f^ x ^t;K 

55) 2- (3- (2- (5-^f-^-2-v^n7'Dtf;i/^^^V-;i/-4- 
^;i/) xh^y) 7xxjMWt) • ^f7l/^*r>K 

56) 2- (3- (2- (5-^f-;U-2- (4- (1, 2, 3-f-TvTV*- 
15 )\s-A-4)V) 7x-;i/) irZ-^V-fr- A- 4 fr) xh + y) 7ix)Mf 

57) 2- (3- (2- (5-**fr-2- (4- (4-^f-^-l, 2, 3- 
f7y77'-;V-5-^Jl') 7iX)l/) 4 - xh^y) 
7xxi;i/>?-;i/f-tf) gfcgl • ^fjpx^r^ 

20 58) 2 - (3 - (2 - (5 2- (77 >- 2 -A /I/) ;U 
-4-^;P) xh^y) 7xxw^ft) gfc® • ^f;l/x^f^ 

59) 2- (3- (2- (5 2- (fc'M S»- 4 ->f ;W) jj-*-^/- 
;i/-4-^f;i/) xKv) 7 x^;up< f 1 ;^*) gfcg£ • * f-;ux*T;K 

60) 2- (3- (2- (5-^f7U- 2 -7 Jt-^^^V-^- 4 ->f/U) 
25 X^y) 7x-;l/>h^rv) gfc$ • t - 7*f ^f/K 

61) 2- (3- (2- (5-*?7l/-2- (\£V*J>-3-4A') 
;i/-4-^f;W) x|>+y) 7xx^^fHt) ^^f^r)K 
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62) 2- (3- (4- (4-^W7i-JI/) f7'/-*- 2 ->f fl'* F4fv) 

63) 2- (3- (3- (tf7x-^-4 — f;M h*v) 7x-;U) fu\£)U 
5 64) 2 - (3 - (3 - (4 - (4-^f-;i/7x^) f-r y'-;l— 2 - >f ;P * 

65) 2- (3- (tf7x-;P-4 h*v) 7x f-^f-*) S£®, 

66) 2- (3- (2- (5-^fJl'-2-7x-;i/tW-;i/-4-'f;l/) 

10 67) 2 - (3 - (3 - (2 - (5 -^f;i'-2-7x-;l'tW-;i/-4- 
>f;U) X^y) 7x-;U) 7*n^f-*) ftK, 

68) 2- (3- (2- (tf7x-;i/-4 ->f ;U) 7i-JMfJVf 
*) fHK, 

69) 2- (4 -*nn-3 - (2- (5->f A'-2-7xsWt % /-* 
15 -4-^;w) xi>^» 7 x-ju>?-/uf-*) 

70) 2- (4-^nn-3 - (4- ;v7x-;v) f7 > /-;v-2- 

71) 2- (3- (kf7x-;U-4 -4-^D07x-;Mf 

20 72) 2 - (3 - ((2 E) -3- (fcf7 x-;U- 4 -4 /U) 7D^;l/t^rv) 
7x-;Mf^ft) 

73) 2- (3- (3- (t'7x^-4-^P) 7n#*-» 7xX)Mfil/ 

74) 2- (3- (^7x^-4-^ h*v) tf'j v>-5--f;w^^;u 

25 

75) 2- (3- (4* -7ntf;utf7x-;u-4-^;w^ h*v) 7x-)M 
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76) 2- (3- (4- yy-A-4)V) 7x^WKy) 7i^;M 

77) 2- (3- (4- (If 'J v>-3 -4*0 7xXiM ^y) 7n;M 
5 78) 2 - (3 - (4 - (1 , 3--7**«M>^>-5-4A0 7i-)M h 

79) 2- (3- (4- (fcf'J 'Jy-2 -<i)\s) 7x^Mh^y) 7x^;U;< 

80) 2- (3- (4- (1, 3 -V***M >?>-4 -4 AO 7x^;M h 
10 7xz;wf^ft) I£B£, 

81) 2- (3- (2-7x-W7-^-4-^M h^y) 7x^)Mf 

wm. 

82) 2- (3- (2- (5 ( 4 - * f-A/7 x r.;w) 
; i / _4_^ ;l/ ) xf^y) 7x^;^Wt) gfcg£ N 

15 83) 2 - (3 - (2 - (2-7x-;Pf-7y*-;l'-4-'f AO x^-» 7x 

84) 2- (3- (2- (2-7x-;^nv'-JV-4-^^) x^y) 7 

85) 2- (3- (2- (5 2- (1, 3 - V ?y- 5 - 
20 4 AO ^4r-9-V*-;«/-4 ~-f;W) X^y) 7x-JMWt) 

86) 2- (3- (5-^f^-2-7xx^tW-;V-4-^M h*v) 
7xx;^fW) 

87) 2- (3- (3- (5-*f-A/-2-7x^;l/**-tf-y*-;u-4-4A0 
7"D^y) 7xx;Mf;Uft) gfc$L 

25 88) 2 - (3 - (2 - (5 -t^-fr- 2 - (2-^f^7xx^) •j-^.g.y- 
;l/-4->fA0 x^y) 7xx^^;i/ft) 
89) 2- (3- (2- (5->f-;U-2- ( 3 - ^ ^A-7 x 
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)V-A-4)V) XK;/) y 

90) 2- (3- (2- (5->f"^-2- (4-* ^v7x-^) 
-;i/-4-<OU) xh^y) 7ix;Mf;Vft) "ftK, 

91) 2- (3- (2- (5-^f^-2-7ix;i/t^t«/-jp-4-^V) 
5 xK-» -5-^DD7ix;MfW) gfc$> 

92) 2- (3- (2- (5-^f^-2-7x-^W-;i'-4-'f;i') 
xKv) -2->f^7ix;MWt) ft& 

93) 2- (3- (2- (5->f^-2-7xx;^^tV-;V-4-'f;V) 

10 94) 2 - (3 - (2 - (5-^f;i/-2-7ix;t/t^ty*-;i/-4-'f;i/) 
7-D^^v) 7xX)Mf;i/f*) ftK, 

95) 2- (3- (2- (5 - ^f 2 - 7xi** W-* - 4 - -f 
xh^v) 7xx;Mf;i/f^) 7n;r/|j • t h 'J 7Aj£, 

96) 2- (3- (2- (5 -*T)V-2 - (4-xf ;i/?xx;l/) 
15 )V-4-^)V) x^v) 7x^;MfWt) 

97) 2- (3- (2- (5-^f-;W-2- (4-7oif;i/7xx;i/) 
-)\/-4-4)V) x^-» 7xx;Mf;Vft) Bfc$, 

98) 2- (3- (2- (5 2 - (4-'f77ne^7xx;i/) 
HJ-y*-;l/-4 -4 fr) x^y) 7xXWf^) gfc^ 

20 99) 2 - (3 - (2 - (5-^f;i'-2-7xxA/f7V-Jl'-4-'f^) x 
h4v) 7xx;MfW) ft$, 

100) 2- (3- (2- (5-*f->U-2- (4-7f)l/7xx;i/) j*-*-^/- 
;i/-4-^;i/) x^y) 7xx;l/>wt) Bfc$> 

101) 2- (3- (2- (5 -xf^-2-7i-^^7'-Jl'- 4 ->f >U) 
25 xh^rv) 7iX)MfWt) ftg^ 

102) 2- (3- (2- (5 2- (4-^Vf;l/7xXjl/) 
-;i/-4--f;u) x^y) 7xx;^f^ft) fif;& 
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103) 2- (3- (2- (5->f-A—2 -v?n^*v;i/**-^/-;u-4- 
4* AO xj**v) 7x-JMf^fi) g£$, 

104) 2- (3- (2- (5-^f-;u-2- (4- (2-^f^7'oh , ;v) 7i 
-AO **4tv*-)\'-A-4)\') xh^y) 7x-;Mf;^t) g£®, 

5 105) 2- (3- (2- (5-*f-*-2- (4- t -7*f^7i-^) 

106) 2- (3- (2- (5-^f-;U-2- (4->7nA^y;i,7xx^) * 

-4 AO i^y) 7xxjMf;i/ft) ft®?, 

107) 2- (3- (5-**A--2- (1, Z-V***My1Ty-S-4»,) 
10 t^t7'-^-4-'f;M h + y) 7ix;MWt) ftgg, 

108) 2- (3- (5 2- (4-^V7nt>7xx^) 
;U_4_^;U^ Y^y) 7xX)MWt) gfc$ x 

109) 2- (3- (2- (4->fil'-2-7xx;^ny-^-5-^^) 

15 110) 2- (3 - (2 - (5-**A—2- (3, h*v7i-A0 * 

^•9-^-^-4-^^) x^y) 7xXJMW*) ftgg, 

111) 2- (3- (2- (5-*^A--2- (4-^f^e^7y>-l -4 AO 
**-9-y*-A/-4 -- TAO x^y) 7i-A-;*-7 L A^*) gfc$, 

112) 2- (3- (2- (5->^;W-2- (tf U v>-2 -4 AO *4r^V- 
20 A/- 4 -4 AO xh^y) 7xxj^f;vft) gfcg£, 

113) 2- (3- (2- (5-*f-A--2- (ft7x>-2->f^) 
-;i/-4--f;U) X^y) 7xxjMf-W) 

114) 2- (3- (2- (5-^f-;U-2- (4-yVW?;7xx;i.) * 
*-9-V-A/-4 A') xK->) 7xx;Mf^ft) gfcgg, 

25 115) 2 - (3 - (2- (5->^;l/-2-v^n^>f-A/*^r-9-y-;u-4 - 
WAO x^y) 7xx;MWt) gfc$, 

116) 2- (3- (2- (5-^f^-2-y^D7oi;;^iSrty*-^-4- 
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>f/U) I^y) 7x-;Mf)Vft) 

117) 2- (3- (2- (5 ->f"^- 2 - (4- (1, 2, 3-f7v7V- 

5 118) 2- (3- (2- (5 2 - (4- (4-^f-lU-l, 2, 3- 
f7y'7V-;l/- 5 ->f AO 7x-;i/) t^y-V-fr- A-4 )\<) i^y) 

119) 2- (3- (2- (5 2- (79>-2->f/U) ^^r^V-^ 
xh^v) 7i-;Mf;vft) ft®, 
10 120) 2- (3- (2- (5->f-;U-2- (If V v>- 4 

121) 2- (3- (2- (5-^f^-2-7x-;vt+t > /-^-4-'f;i') 
i^v) 7x^W h*v) BEBt 

122) 2 - (3 - 02 - (5 2- V v^> — 3 — ^) 
15 ;l/-4-^f;U) xh^rv) 7x-iMWt) 

123) 2- (3- (2- (5-^fiV-2-7x-^tW-^-4-'f;i') 
xh^y) 7x^JMWt) -2-^f^yo;r/K.xf;i/x^f;K 

124) 2- (3- (2- (5-^f/l'-2-7x-^*tV*-;V-4->f;V) 
x^y) 7xx^f;i/fi) -2->f^7 , D/OR, 

20 125) 2 - (3 - (2 - (5 ->f-^~ 2 - (1, 3 -^**^-f 5 - 

4*) *4MJ-V-;l/-4 --f A/) xl>+y) 7x^MI> + y) t-7 

126) 2- (3- (2- (5-^f->U-2- (1, 3 - S J***M > ?y - 5 - 
XZ-W-fr-A-J A/) x^y) 7xxw^>» gfc^ ^ ^ »i 

8 . tt&mw* 
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1) 6- (3- (4- (4 -^f-^7x-;i/) f7 , /-^-2-'f;MKy) 

2) 4- (3- (4- (4 -^f-;W7x-;l/) f7V-;i'-2-'fJM F^ry) 
5 3) 6- (2- (4- (4-^f^7x^) f 7V-J1/-2 -^JM h*v) 

4) 2 - (5 - (if 7x— 4 --f h*v) - 2 h n 7 

5) 2- (3- (e7x^-4-^;M h*v) -4-- Fn7x-;Mf;p 
10 ?-*) gfe$ • 

6) 2- (3- (2- (5 2 - (4 - M> 7;k*CMf-;i/7:iLx;i/) 

7) 2- (3- (2- (5 -*?7U- 2 - (4-7J^D7x^;0 **-9-y*- 
15 ;l/-4--f;V) xh^fy) 7x-;MfHt) ft®? • ^f^x^r^K 

8) 2- (3- (2 — (5-^-7^-2- (4-^oo7x-)l/) 

— 4 — r x^-» 7x^;Mf;vft) ftt^f^f;K 

9) 2- (3- (2- (5-^«-2-7i-^**-tV*-;i'-4-^;l') x, 

20 10) 2- (3- (2- (5-J?-)l- 2 - ( 4 -- f n 7 x^;b) ^-y-y- 
;^_4_^ ;l/ ) i)>^v) 7x-)Mf^ft) ^^f;l/xxf;k 

11) 2- (1- (3- (2- (5-^^-2-7x^;i/**^y-;i/-4 - 
>f;i/) x.h^v) 7x-;i/) x,f-;i/f-*) gfc$ • p< f-^x^-f ;K 

12) 2- (3- (2- (5-MJ7Wn^f;l/-2-7x^j^n > /-^ 
25 -4--O10 x.h4rv) 7x^;Mf;vft) Bfc$ • jrff-^x.^-fJK 

13) 2- (3- (2- (5-p<f-;i'-2- (2, 2-y7)Vtn-l, 3-v 
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14) 2- (3- (2- (5-^f-;i/-2- (2, 3, 5, 6-tH7^d 

5 15) 2 - (3 - (2 - (5-^^-2 - (3-^on-4-^f;i/7x^;i/) 

16) 2- (3- (2- (5-^^^-2- (4-h'J7^o^h#y7x- 

17) 2- (3- (2- (5-***-2- (3, 4, 5 - h V * h * v7 x - 

18) 2- (3- (2- (5-^f-;U-2- (4-^f;l/f^7xx;i/) 

15 y*-;u-4 ->f ;w) xKv) 7xx;MWt) ^-^f;i/i^t;K 

19) 2- (3- (2- (5->f-;l/-2- (3--FD-4->f^7x-;H 

20) 2- (3- (2- (5 2 - (1, 3 -v^^r-if-f >^>-5 - 
20 4 -4)1) x^y) 7x^;u) gf-gg • ^f^x^fJK 

21) 2- (3- (2- (5-^^-2- (3, 4, 5-f'J^^v7xx 
*0 *kW-)\'-4-4 fr) xh*v) 7x^;i/) ^^Wx7,f^ 

22) 2- (3- (2- (5-^^^-2- (4-I«'j7^n> h^y7xx 

25 23) 2 - (3 - (2 - (5 -^^^-2- (2, 2->'7Mn-i, 3-v 
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24) 2- (3- (2- (5 ->f-;U-2 - (4-h'j7^o^fW7i 

25) 2- (3- (2- (5 ->f-;U-2 - (4 - */T J 7x-^) t^r^V- 

26) 2- (3- (2- (5->f"^-2- (4->^OA^>;i/7ia) :* 

27) 2- (3- (2- (5 -^f-^-2 - (4-v7W?y7x^) * 
10 28) 2 - (3 - (2 - (5 ->f->u-2- (f-* 7 x > - 2 -4 )V) ir*r*rv 

-)V-4-y()U) x^y) 7x-;U) SS^f^f^, 

29) 2- (3- (2- (5 -^f-^- 2 - (77 >- 2 ->f >i/) **-9-y*-;l/ 
-4-^;w) ih+y) 7x-;u) SK-^f^fJK 

30) 2- (3- (2- (5-^^;l/-2- (fcf'J V>-2 -- f*) 
15 )\s-A-4)\<) x^y) 7i-;U) S^-^f^x^f^ 

31) 2- (3- (2- (5 ->f-;U-2 - 2, 3-f7y 
7V-;w-5--f ^^r^V-;u-4-'f;i/) x^y) 7x-;w) gfcg • 

32) 2- (3- (2- (5-^f-;U-2 - (2, 3, 5, 6-f h77J^n 

20 -4->f;i'7x-;v) mv*-;i'-4-'f;i')xh^y) 7x^)^. 

33) 2- (3- (2- (5-^f-;U-2 -v^D/\i|rv;i/^4r-9-y*-;l/-4 - 
-<;p) x^y) 7xx)i/) ^->f;i/X7>f;K 

34) 2- (3- (2- (5 2 -v^n^vf-^**^/-^- 4 - 
25 >OU) xh^y) 7x-;u) ^^f^f;K 

35) 2- (3- (2- (5 -^f-;u-2 - (e v y 3 ->r ;u) 

; i,_4_^;l / ) jl^^v) 7x-;u) gfcg£ • ^f^xxt;K 
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36) 2- (3- (2- (5-*f-)\s-2 - (fcf V v>- 4 -4 )V) 
;i/-4-^f;w) xKv) 7x-;i/) Sfcgg • ^f^-x^f ;K 

37) 2- (3- (2- (5 2 - ( 4 f-JHf ^7 v > - 1 

5 38) 2 - (3 - (2 - (5 -*f-;U-2- (4-^Wt7x^l/) 
y*-;u- 4 ->f )V) xh^fy) 7x-)i') Sfc$ • 

39) 2- (3- (2- (5-^fJl'-2-y^n7'Dli>t+ty-^-4- 
^;l/) ih*v) 7x-;u) ^f-jl/x^r^, 

40) 2- (3- (2- (5 -^f-^-2 - (^y'J>-2-^;i') 
10 ^-4-^^) x^y) 7x-;u) BfcBS • ^f^f^, 

41) 6- (3- (4- (4->Wxx;i/) f77*-^-2 ->f;i^ h*v) 
7x-;i/) ^4MJ->gL 

42) 4- (3- (4- (4-^f;V7xx;v) f 7 y-^_ 2 -^;M h + y) 
7x-;iO 7*>$, 

15 43) 6 - (2 - (4 - (4 -^f-;W7x-;i/) f7V-il/-2 --Ol/* h*v) 

7x-;t/) 

44) 2- (5- (tf7xx;i/-4-^;MF#y) - 2 h n 7xx)M 

45) 2- (3- (e7xx;i/-4-^MKy) -4-x|>D7xx;Mf 
20 gftt 

46) 2- (3- (2- {5-^^)U- 2 - ( 4 — h U 7i^n^f jl'7xxji/) 
t^W-fr- 4-4 AO i^y) 7xx;MWt) ffiSL 

47) 2- (3- (2- (5-^f-;U-2- (4 - 7^tD7x — ;u) **-9-y* 
_;U_ 4 _^ ;l/ ) i^y) 7xx;Mf;l/ft) ftK, 

25 48) 2 - (3 - (2 - ( 5 f-A/- 2 - (4-?nu7ix^) 

49) 2- (3- (2- (5-^f^-2-7xx;^^/-;i,-4-^| / ) 
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xF^v) 7i-jO -2 - ^f^yn;Oi, 

50) 2- (3- (2- (5->f->U-2- (4--hn7x-;i/) 

xh+y) 7xz;v^f;i/ft) Bfcgi, 

51) 2- (1- (3- (2- (5-^f^-2-7x-;i/i^*V-;l'- 4 - 
5 -f;u) xhJpy) 7xx;i/) if^ft) BfcK, 

52) 2- (3- (2- (5-h'J7A'tD>f^-2-7xsWW-* 
-4-4*) ih^rv) 7xx;MWt) ft& 

53) 2- (3- (2- (5 2 - (2, 2-^7**n-i, 3 - v 
**-*M >^">-5 *) t#tV-^-4-'f;V) xh^fv) 7x-JM 

io ?-;i^*) gfeK* 

54) 2- (3- (2- {5-**-)\>-2- (2, 3, 5, 6 -r h 7 7fl/* n 
-4-^f-;U7x-;i/) ^^r-9-V-;U-4->f;i/) x^y) 7x-JMf^ 

**) 

55) 2- (3- (2- (5->f-^- 2- (3 - * nn - 4 -^f*7x-;P) 
15 *^rtV*-^-4-'f^) xh^i/) 7x-)Mf^ft) gfc$, 

56) 2- (3- (2- (5-^f-;U-2- (4-h'j7^D> h^«>7xx 
*) **q-\r-fr-A-4*) x(-+y) 7xxjMf^ft) StK, 

57) 2- (3- (2- (5-^f"^-2- (3, 4, 5-PJn^v7xx 
)V) **W--)l<- 4-4 fr) xh+y) 7x-)MWt) gfc$, 

20 58) 2 - (3 - (2 - (5 2- (4 ->f-W7i^) 
y*-;U-4-^;i/) x^y) 7x^;^f-m) ft®, 

59) 2- (3- (2- (5 -^f-;U- 2 - (3 -xho-4->f ^7xx;v) 

60) 2- (3- (2- (5-^f-;U-2 - (1, 3 - yt^rt'f 5 - 
25 4*) ^^^V*-;U-4 x^y) 7xx;p) gfc$ N 

61) 2- (3- (2- (5 -^f-;U-2 - (3, 4, 5-hVn*y7xx 
;W) **-9-y->U-4— f A/) X^y) 7x-f) g|:& 
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62) 2- (3- (2- (5 2 - (4-h'J7^*D^ Kv7x- 

63) 2- (3- (2- (5-^^-2- (2, 2->*7^d-i, 3 - v 
5 fttt. 

64) 2- (3- (2- (5->f-^-2- (4 - h 'J 7^tn^f ^ft7.x 

65) 2- (3- (2- (5->f-^-2- (4-v7V7x-;iO **^V*- 
)U-4-4)V) xf^fv) 7xx;Mf;i/f*) gf;& 

10 66) 2 - (3 - (2 - (5 ->f-^-2- (4-v^n^yji/7x-jl/) * 
^^y_ ;w _ 4 _^ ;l/ ) x ^y) 7x^) ft& 

67) 2- (3- (2- (5-^^^-2- (4-yV WW7xx;i/) * 
*-9-V*-Jl/-4--f ;W) J-h*S0 7x^) 

68) 2- (3- (2- (5 - ^f-^- 2 - (ft7x>-2-^V) 
15 -;U-4 --f ;U) xh^y) 7x-A0 

69) 2- (3- (2- (5 (79>-2--f*) t+^V-rt/ 
-4-4*0 xh^y) 7x^) 

70) 2- (3- (2- (5->f-^-2- (k?V i/>-2-4)V) 
n,-A-4A,) x^y) 7x-;i/) 

20 71) 2 - (3 - (2 - (5-^^;U-2 - (4->^;i/-l, 2, 3-f7y 
7 % /-/l'-5->f AO ***tV-)V-A-4 71/) x^y) 7i-flO 

72) 2- (3- (2- (5 ->f-;l/-2 - (2, 3, 5, 6-fh77JI/tn 
-4-^f^7x^) 5 j-^Hj.y_;u_4 -^;u) x^y) 7x-i) ft®, 

73) 2- (3- (2- (5-^f;i'-2-y^DA^y;t/tH , /-Jl'-4- 
25 4 AO xF^y) 7x-;u) 

74) 2- (3- (2- (5-^f-;W-2-v^D^>f-;u^-^-9-V-;u-4 - 
4 AO ih^rv) 7x-^) ftSL 
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75) 2- (3- (2- (5 ->f-^- 2 - (tf'J v>- 3 -4 AO 

76) 2- (3- (2- (5-*f-*-2- (tf V v>- 4 AO 

5 77) 2 - (3 - (2 - (5 -P<^;U-2- (4-^f;Hf^7V> - 1 -'f^) 
f-TV-^-4 --TAO -Xh*vO 7i-)l/) gfc& % 

78) 2- (3- (2- (5 2 - (4-^^A'f-*7*-/l/) **-9* 
v*-;i/-4--f;i/) xh^fy) 7x~;u) ffi=®, 

79) 2- (3- (2- (5->f^-2-v^ayaf;^nV-^-4- 
10 WAO x^<» 7i-^) ft& 

80) 2- (3- (2- (5 -^f-^- 2 - (*/ U >-2--f AO fr**!/- 
;V_ 4 _^ ;l/ ) x^>» 7x-;U) ft®?. 

81) 5- (3- (2- (5->f^-2-7x^;i/tW-;i'-4-'f;v) 
X^y) 7iXA/) -2, 4-f7y'jy>yt'A 

15 82) 2 - (3 - (2 - (5 2- (3- h 'J7Wn^ h*v7x - 
AO ** , 9-*/-A'-4 -4 AO x^y) 7x^) SK^f^xXf^ 

83) 2- (3- (2- (5->f-^-2- (2-fV7^tn> ^y7xx 
AO *-*iJ-V-;U-4 AO xf^fy) 7x-*) ^-^f^xxf^ 

84) 2- (3- (2- (4->f;i'-2-7x^^W-jl/-5-^l') 
20 x)«+y) 7xxjp) j^K^f^fJK 

85) 2- (3- (2- (5->?-A/-2- (3 - h V 7** CM h#v7x- 
**-9-y-/U-4--f AO x^y) 7i-f) gfc$, 

86) 2- (3- (2- (5-^^-2- (2-h'j7^*o^^y7xx 
A/) **-9-V-;w-4 -4 AO xf+y) 7x-;i/) 

25 87) 2 - (3 - (2 - (4 -^f-A*- 2 -7x-A'**tfV--A/-5 -4 A<) 
x^y) 7x-;u) $tzli*tib<Dim®M, ttzi±*tib<0*ttto 

248 



WO 99/46232 



PCT/JP99/01134 



Sequence Listing 
<110> 0N0 Pharmaceutical Co. .Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> 0NF-2923PCT 

<150> JP 10-058444 
<151> 1998-03-10 
<150> JP 10-087560 
<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Arti ficial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 

1 5 
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